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s b &tft b : 1, 2Xtt3. 
s " + t b = 3~5, 
. A Jb : 



□ l 



R 81 : *mm*xim®LT)\,*>i,m) 




(3-2) ~A lb — N -4-A 4e — R 8J (CdlC, 



A'" : {ft&T;U+U>S % 
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u e : 4. 5X1*6, 
A" 

(3-3)-A IC -N-A 5 '-R 8k 

0 o 
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(1) 4' - ( (4, 4 -i?7)Hrv- 5 - (4 
#;U*^;Mf U>- 2, 3, 4, 5-rh7hFn-lH- 

(2) 4' - C(4, 4 -^7;t>*D- 5 - fcf^i*— 
y^U>-2. 3, 4, 5-ff7t Kn- 1 H- 1 -OXTif 
f> - 1 - >f;l>) llJltf-Jl) - 2 -7i-;K>X7-'J KXti 

(3) 4 ' - ( (4, 4 -i?7;i>*a- 5 - ( (4 -V**fr7 i J 
b'^'J iV) fj)\,$-)l/1-U>-2, 3, 4. 5-f h7hKa 
- l H- l -OXTWs- l ->f;lO #;i>#^;iO - 2-7x 

(4) 4 ' - C (4, 4 -$>7**n - 5 - C (4 l, 4 
-^T-tf£>- l -4)1) - 2, 3, 4, 5 
-f F7t Kn- i H- l -Kyxr-e f >- l ->f AO 

AO -2-7x-;K>XT-'J KXIi-eoKH^WdWS^ns 

(5) 4 ' - C C 5 — C ( l, 4-^THff>- l ->f AO 
A^f-l/V) -4, 4-^7A,:*d-2. 3, 4, 5-f h?tF 
d - l H — l — '<> XT -tr b* > — l — -f AO *A/#-A0 -2-7 

Z<*) o 

(6) 4' - C C4, 4 -i?7A/*o- 5 - ( CN-y^^-N- 

( l -yf-A/- 4 - f^u -7A0 AO *f-u» -2, 
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3, 4, 5 -x by t Kd- 1 H- 1 -^>XT-tfh*>- 1 -^l/) 
&£n5& (#d*©Z«:) o 

(7) 4' - C C4, 4-^7^^-0-5- C CN- (3-*??'j 
-7x;io *;^<^>r;l/] -2, 3, 4, 5-fh5tK 
d-IH-1 -'OXT-tfh'y- 1 --f ;10 #;U#x/lO -2-7 
x-;ua:>xt-'J KXIi*©S23^ftKlfg£tt3iM (®IZ*<D 

(8) N- C4' - ( C4. 4-^7^to-5- ( C (4-^/f- 
HUtXij^) *M:^)y^»-2, 3, 4, 5- 
fh7tKo-lH-l -OXT-br b'y- 1 — < #;i/tf'-A0 
y *-Jl- 3-^f^ft7x>- 2 - # $ KX(i*©I!! 

(9) 4 7 - C (4. 4-^7;l/^n-5- 77*a VJltiJl 
^^;Mfl/» - 2. 3. 4, 5-fh7hFD-lH-l- 

(10) 4 ' - C (4, 4 -^7^^-n- 5 - CN- (2-y h + i/x 

*Jl"<*J - 2, 3, 4, 5-fh7tKn- 

1 H- 1 -KyXTM £>- l ->T;iO -2-7x- 
;^>XT^'J KXIi*©l!!l^ftKl^£*i£ig (#k*©z#) 0 

(11) 4' - C (4. 4 --77;l/*n- 5 - (N->T 77*n 

J\,/?U» - 2, 3, 4, 5-ff7hKn-lH-l- 

-U KXIi*©Mm¥M(CfFg;*ftS£ (#(r-e©Zft) o 
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LTIi. mz.tfr i )-y (Greene) RtftyV (Wu t s) 
M> rprotective Groups in Organi 
c Synthesis] , £ 2Kg(c£i&©#^&££tf £ C t# 

o*->y^i/>& (-ch (oh) -) ^if^ci:^-e§> :o 
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en 



(tt, R 1 , R 2 , R 3 , R* , R 5 , R 8 , R 7 fttfnttWB 
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*n"jHb£tt ( i ) #arc&*„ 

<t4® (IV) ©fifcttRWfcLTIi, *^>»©yfAi^ 
iflxxf/K >T VT^^x^f^k t e r t-^f-^l/X 

K ;»T2>K ; 2, 4-^hn7x;-;^if07x; 
-*JMt&*rt>l -k Ko*S/*?*>>>r *h\ 1 - k Ko + 'M 

^TffbnSSttx^x^ ; *tft£8ft7fc& ; T s? 

if^^^^T-Ff 1 -x^;i/-3- ( 3 -^y^UT * 
^Jt©*#TirSC&$#*^^ii^©xxx;l/^T ^ >ms-r 

it®, x-r ;k f F5t KD7 7>^(Di-f;^ ftlif^ 
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N-^y^^T-ij > s 4- (N, N-^y^;i/T ^ y ) 
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;U+^S^S?*-r^o R 1 . R 2 . R 3 , R 4 , R 5 , R 6 . R 7 

bp*., *%,w<t&® (i) (i, -tts (V) -e?j^*isft£^ir 

(Via) T^£ftS*x*x-7Ai^ Xli. -ftsC (VIb) 
(Via) bto&mu ®# Wittig EI5 

5££&&(i, -7 8°CftMMT-e&£ 0 *fc, SEE^Cigll^jS 

x h*-> K, * >J t?A t e r t -fb^f KH©T;U37- K 
h«jx^;UT = >. h^J^loW, n 'J f">£* 
©W*$#M^T£>3 0 tt*>\ Y©*!*-rS^ny>JK^tLTIiig 

h (VIb) fc©Kl£t>, *9J-)l, 3-5 J - 
h ij * AX h + i/ K^©£££» LTtT^nSo 
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(5$»K R B imWiTJUlrJimZMKtZo R 1 , R 2 , R 3 , R* . 
R 5 , R 6 , R 7 . n, B, R 8 Rtf p lilirE©*!***-*- *<, ) 

(I a) £tD7K5H?bT, R 1 XliR 2 3&<*^#>BfT*«*3BW 
<t&® (lb) K£SW3o SfcbTli. C <D*mW<t&® (lb) 
CTS >£HCS£-ti:TT^ K»^*»*U R 1 XliR 2 K 
r*«*559ift:#«» (I c) K&tfrfSo SlCcT'li, 
% (I a) >H-£B>p-R 8 R 1 XliR 2 

$ KT***»Wfls^tt (I c) 

££b&o'£i£c ^lssf&cr^ FitKmtmm 
tt*>\ cn-&©^rft©K»fl:^«i-c*sffc^« (n-a) so' 
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(5t»K R' , R 2 , R 3 , R 4 , R 5 , R 6 , R 7 , R ,0 &tfn 

«*>^> ^>xr-tftf>- 5 (vn) £nmt-f* 

\Z7)\,*a1tf.Z ( (W) -» (H) -*(!)) *\ ifcliSlXli 

iM#Txy -;ux-x;i/{LLTfb^ (K) tt0*O7y* 
'fl:JWt?-*(c^7^nfl:-r* ( (Vff) - (K) - (I) ) zt 
\Z.£*)<1%® (I) %mtZ>o *fc* fh7kKa+;'J>-4- 
^ (X) *Jg»t-rSi:tli, Ch em. Pharm. 
Bull., 27 (12). 3123 (1979) USEtt&tlfc^ 

ifcfc-f a ( (X) - (X I) - (XI) - (I) ) :ti:J:0^ 
© (I) *»"T5o 

ft^TN #t>n/cfb^ (I) ©R ,0 ©g^^7K^^(C^ 
U l**^#-^T$yScMtt (XI) Xli*©El&ttR*tt 

**isttfcH»cr« Kft-rntf^* (v) ##s>ft> -^ft 

(H) Ufcfft. HlfifttTOJCLTp-- 

*o- l - (p--hnOV>r^) OX^T-tf tV 

(xv) fcttu -n^S7ctTp-T$y^>v>r^oxT-tf 

(XVI) irfcU ^^Tcnjrfb^ (Via) Xti (VI 
b) £*2&&fcn«(c££3-£Tft6tt (I-a) 
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T'££ 0 <t&® (I- a) ©p-T i J )K>X7-ti f> 

(xvi) ir (no xit*®&m&mm&t%immtmmz 
ri Ffb-rnii (v) tmbtiZo 

(*<Dft!$©§2i£i!fc) 

*38BJHfc£$) (I) li±I2SS!£©ft!u a^oitmso^iii^ 

#Rlf-A'-£- GO -hr A 2 -(-B-^R 8 i FM^T^o 

■?Z>Ztlz£t)^ h^Atit^ (V) Ch'-VN^-f F£(3iBS!! 
£n*rU- + -;l/fi^££l££ira#£*l<5 5 -xfijfv- 

^ (^ss&icioTSgii^n^xxT^^^^^^^fe^^iiT 

MT;^-i/>ST'^^<b^ (tfRtfT >J ;ur * >g) ©$!& 
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n/c{b^(i. ±sB©N-y;l/*MI:0f!fi££iIffl UTfiSnTfET 
c©J:-5(cLTfiiB$n^*5BiWfl:^eili. foil, 

QmtLx&mti, nmnz,, en ommzmzp? 

£ $ ti 5 & (i, Ktf-f C irdckO gift? Sctfet 

mss • turn*, mm, • ^mmfa^ mi?n 7 

#IPJ! ®it&®R tf-£ li T * 4 s - > '< 7 :/ 1/ 2/ > V , & 

Hjfk^eui, v,. £&{*fc<ktfv, &&fr®$ttiz&jjt£mtjcftm 
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S3"f £*>©T'£>£ 0 

jfiLEpg&feffl, u->m^usm, fauns M«fflsftffl. 

^l/5/>«"»H»a«» (S I ADH) . ^JfilEE. ffftA (*7n 

jtjfumtu mfiLmm, wmm, m>t\ mtt, ffc«u 

*£9M:6tt (n) . (i) x(**n *ss!iHt: 
^« (i) xii-e©i3^^(riiF^$n^^©wf'j^i2i£4 i rBmt 

Lttfflt'fc§o ffc#«i (I) , (1) Xit*ti<o(Dl&fr>b<tir® 
©ii0T*>-5o 

*IBBBffc^©Wffltttt£lT©tt«*ftJc«J:OttB$*i^o 
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(1) V, Hr^-/<-f >-r>< >/T y-tr-fCV, receptor 
binding assay) 

r- >; -\ 2 5 8, 9 2 8 3 ( 1 9 8 3 ) ) Kf£ bTWS! 

MFIW«**ffl^T, ( »H) -Arg-^vyus/Xvasopre 
ssin) (2nM, specific activity=75. 8Ci/mmol ) tin**: 7 0 
^eSTOI (1 0" a -l 0" 4 M) 5mM!tft7jr*i/>)^ 

1 mMxf |/>i?7 * XBBfc®! (EDTA) &tfO. lH$$/iL«f 
TJ^i y (BSA) 0 OraMb'j7-i|MM (pH 

= 8. 0) ©f£g2 5 0 p. 1 *T3 Qfrm, 3 O'CT'-f ^^a^- 

>tt*!R3IU (GF/B) Waia-^T, 

7* - btzUm 'J K* h y v 7 ltz 0 c © #5 * 7 -{ * 

Tfttm^L, fottis'si-U-i/ayfjVyf-iZTmk&'&Ltc 

C — B 

lfl*sp (%) = 1 o o ! — x 1 o 0 

Co — B i 

Co : &&Mffl&m>tzV% © ( 9 H) -^VT't/i'Z/CjiKfcr-f £ 
B, .mM(D'<V7lsyy (1 0" 6 M) ££TT?© C J H) -y<y 
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(k i) btio 

I Cso 

K i = 

1 + CD /KD 

CL] ;tt#ttU^>K©»K 

KD ; + + - K • ^D« y h- J:»)^^fflKJeft 

±ET#iB$n/cK i ©M^totpKiitU, 

/c^m^^ 1 C^-To 

(2) V 2 Hr^-^>f^ yyryir^0l 2 receptor 

binding assay) 

* + y<J\,h>®%& (J. Biol. Chem. , 247, 61 

6 7 ( 1 9 7 2)) \zmuTmmLtiw*wmumm%*£m^ 

T, C S H) -Arg-^7^I/-» (2nM, specific activit 
y=75. 8Ci/nmol) JrStff*: 1 0 0 # gKMI (1 0 " 8 - 1 0 " 4 
M) £\ HiEL/cV, l/W-^Vf^n^-ftliO 

£S 1 o 

m^immmii, 12, 13, 15, 24, 2 8 so* 8 5 ®<t& 

V 2 g&tt£fiL<t£12lOPC- 3 1 2 6 O&tfV, g&f*fSi/L{t£ 

iopc-2 1 2 6 ste¥®*im<tit®tit%iLxt>mmK&j]v 
&2>zkwmwztitz 0 ttz, mmm* 2, 103, 104, 10 

5&CK1 1 3©{b^(iV, gg#i::#f-££ffiSt£#OPC-2 
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£ £ g 
(pki) 


u •> > V , ggft 
& £ » tt 
(pki) 


1 i 


8. 8 9 


9. 0 6 


1 2 


9. 6 6 


9. 7 1 


1 3 


1 0. 1 0 


9. 5 8 


1 4 


8. 9 1 


9. 3 9 


1 5 


9. 7 9 


9. 1 3 


1 9 


8. 5 8 


8. 8 4 


i 2 2(a) 


8. 0 2 


8. 3 6 


! 2 4 


1 0. 5 0 


9. 2 6 


2 8 


1 0. 0 8 


9. 3 7 


4 2 


8. 9 4 


6. 3 3 


8 0 


9. 4 4 


8. 5 0 


8 1 


9. 1 4 


8. 6 4 


8 2 


8. 5 8 


8. 1 3 


. 8 3 


9. 6 3 


8. 4 7 


8 4 


9. 9 9 




8 5 


1 0. 0 2 


9. 9 7 


9 6 


8. 7 0 


8. 1 3 


10 3 


8. 7 0 


6. 3 5 


1 0 4 


9. 0 1 


6. 6 8 


1 0 5 


9. 4 7 


6. 8 1 


1 0 6 


8. 9 5 


8. 2 4 


1 0 9 


8. 4 0 


8. 0 6 


1 1 0 


9. 4 0 


7. 7 5 


1 1 1 


9. 2 5 


7. 7 9 


1 1 3 


9. 5 8 


7. 5 0 


1 2 1 


9. 5 3 


8. 5 9 


1 2 2 


9. 4 5 


8. 9 4 


12 3 


9. 7 0 


9. 1 6 


1 2 5 


9. 5 5' 


8. 0 8 


1 2 6 


9. 5 4 


8. 2 2 


1 2 7 


8. 7 6 


8. 1 9 


12 9 


9. 3 2 


8. 2 4 


1 3 1 


9. 1 5 


7. 9 9 


1 3 3 


9. 4 4 


8. 2 8 


1 3 4 


9. 5 0 


8. 9 4 


| 13 5 


9. 7 1 


8. 1 1 


»HUb*tt (D* 


6. 7 1 


8. 0 1 




7. 8 5 


4. 2 9 
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* 0PC-31260CW09105549 . HJfiflJ 4 0 8 ©ffc£$U 



** 0PC-21268CEP0382185 . gtfiffl 1 4 1 



CH,-CONH-(CHi).-(T ^ 

Wi s t a T%m&? y h (ftS2 7 0-3 0 0 g) ^16-2 
ICSjBU 3mg/kg0fflitlP^U: o K»*-S>-C«H 
£tt0U I. 13, 15. 2 4, £tf 8 4 ©ft^ttftWCIi. 




Me 
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5~8 5 teCflMin U tK4 2^K^^4«FK«*T©*Sfe»aE 
&-5#©fcftu:ifcUT5~l MSKMLTfctK *«JRflUBtt* 
geftT'£> o /c 0 OPC- 3 1 2 6 0S48"CI^ ft^Efcfr 

6 2i*B!ft*T©*fttt»iiiEa4»©**ica:UT, i imzvh 
btcii\ «4 2 M&^b 4 Nriyia*-e©mft(i»jKs^©Ra: 
t « »n ft *w*m urn * L/C, 

©zkTOftfflliOPC- 3 1 2 6 0 KJtUT&;ft^o&^T'£>3 

mHSIfi 2 ~ 3 B «Ttc^a6£»llb»»cjfcflE*JEffl a - a - u £ N 
^SB«irT;i/^>^'yyu^> (AVP) 
if ALT^WcW i s t a r&iltt? » h Cftfi3 0 0~3 2 0 g) 

$IHb£ti8:4ffi © A VP30mU/kg MA »4 {r J; 5 ffiSS 
JHjUlE© Jb#£ 1 0 0 96 1 U ®.®<t£®&5. 3 .0 to 8 M 
»*^ ( «»tti:AVP 3 OmU/kgMrt^tCk-SSJE^iJ 

1, 1 3, Stf2 4^ttlmg/kgS:4i:J:^ & 
4 3 0#&fr£6B£lfflft£T©AVP{r«J;S#MEM:5 0 HJsTFKffil 
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«a©S^.»© 1 Ofg*T£>£ 1 Omg/k gCOPC-2 12 6 8 
ii 5 0K&TK»«3tt-a*fcj&<, 4l$ISIfe(CM:AVPt::£*#BE 

©V, ^St^fflliOPC- 2 1 2 6 8 (IJttT^^o^fi<j-rfe 
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Si5«IO«J:-5«»Jft«l. tf»*U ffl,*S!L R»«5ffl£**rL 
#&P&#©fcJfr©£*f3!li: LTIi> &S©7kt£XI*#7j<t4®& 

»tt©*iftffl. H»«i©*«i«iti/Tti, 0>ix.«yneu>r»;=i 

-;k ,fijxfl/>r'j3-Jk *'J -:/«©£ -5 £tt«l«u x^ 
^T^a-^0,J;^i7;l/3-m #'J V;^- h 8 0 (i$ n a n £) 
WfrtbZo c ©J; -5 ££K^3Ifl:#J> fi£Jg#J. ffi$i#J, 
?Ufc#k ££ffc#J (0>RI*\ 5? „ pr^{k7bS^ 

t ftg 7 >r ;u * - zmtm®, wmmom&ximtt £ J: o tn 
x{i**©aitM*«(c»»UTffifflr * - 1 *>-e£ s„ 

»W**lM'*fca6©ftA©JB» 
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(##«! 1 ) 
<7?*fl:A- 180 

(1) 6 0%7jc^fbi" h 'J^A 1 6 5mg^^ym^7; K 
1 Om 1 (C»SU Wtl - hisil- 2. 3. 4. 5-f b7 
t Ko- 1 H- 1 -OXT-Vfy- 5 1 . ogm, tK 
^T-M^L/co ^y^«lfeO. 9 0ml £ttTL£t>K3 0 

(4:1. v/v) ^£HSl5i:«9 5 1 - hi/Jl- 2, 3- 
2>t Ku- 1 H- 1 -^>XT-tfh->- 5 -^>6 2 lmg^fco 

'H-NMR (5ppm in CDCh, TMSMf) : 
2. 0 9 ( 2 H, m) . 2. 3 8 ( 3 H, s ) , 3. 2 1 ( 3 H, s ) . 
4. 0 2 (2H, m) . 4. 6 0 ( 1 H, t ) , 7. 2 0 - 7. 6 0 (fh 8 
H) 

MS m/z (EI) : 3 2 9 (M + ) 

(2) 5 1 - bi/Jl- 2. 3-^hKn-lH-l-^ 
>XT-b*t°>- 5 -*>2 1 3mgS^ N-7J\,*a try i^x-? 
A hi) 7Wn^>x;b^*- h 4 8 0mg^^?onx^6 

mii«u i^infiM^L/co 7jc£ira*w$ajf i&*n 

<f-KttU ^*^>-ft»xf-;i/ (4:1. v/v) &ajSBJ:9 
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4. 4 -5>7**o- l - 2, 3, 4, 5-f h7tKD 

- 1 H- 1 -'OXTHf 5 6 2 lmgW:o 
(##0J2) (7y?Jtfl;A-2j£) 

( 1 ) i?-f yyo h*;l/T 5>i55ml*fh7hKn77>l 5 
0ml C*»U T;Urf>««T- 7 8 °C^T{in U f- 

•JA 1 4. 9 m 1 %mT Ltzo *#TKT 3 0 &H - 7 8 °C 
K&iPU l-h2/^-2. 3, 4, 5-ff7hKn-lH-l 
-^>XTHf 5 -*>6. 3 9g©xh5h Ko7 5>*«6 
0ml*»Tl/8 0#&#Uc o ^^T*N-7;U^n^>-lf>^;U 
*W S K8. 9 4 gCDf h7 t 5 9 Om 1 fciTFSL 

o*c£-e&4 i ^mmwbtzo Kmmiz&m&itT 

SBiO 4 -7)\,*a- l - h^;l/- 2, 3. 4, 

- I H- l -^<>X7t' f>- 5 -*>5. 3 l g£l#fc 0 
S**«ftt (CmH,,NOiSF) 



glfctt 





H% 


N% 


S96 


F% 


61.25 


4. 84 


4.20 


9. 62 


5. 70 


61.07 


4.80 


4.16 


10.01 


5. 87 



I R (KB r, cm"') : 1 7 0 6 

'H-NMR Uppm in CDC 1 » , TMSrtfflfll*) : 
2. 1 3 ( 1 H, m) , 2. 4 4 ( 3 H, s ) , 2. 6 9 ( 1 H, m) , 
3.6 4 (1H, m) , 4.3 0 ( 1 H, m) . 5.0 6 ( 1 H, ddd), 
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7. 3 0 (2H, d) , 7. 3 6 (1H, m) . 7. 5 3 ( 1 H, m) , 
7.5 6 (1H, m) , 7.7 3 ( 2 H. d) . 7.8 2 ( 1 H, m) 
MS (EI) : 3 3 3 (M + ) 

(2) ^-f'^a^T; >2. 6 2 g&£>'£ 'J^At -fh^-i/ K 

2. 9 1 gOf- hy t Kd77>M3 OOmlC, - 7 8°CT*n- 
zn-hVf-^UOn-^-y-yX. 6&£&$1 6.2m 1 £fin>U - 
7 8°CT'3 O^^b/Co SMC 4 -7;l/*o- 1 - hi/Jl- 2, 

3, 4. 5 -r h7k Kn- l H- 1 -'OXT-tf b'>- 5 
7.2g©f h7k Fd75>^7 Oml^-tlDX> -7 8°CT*1Nf 
mmWLtZo g^lCN^WD'Olf^^^i K10. 2 
2 gOf t Kd7 5>»»7 0ml £j&D;U - 7 8 °CT 2 B#P^ 

$ i t/co sesco. i mmmt^mm 5 0 0 

(4 : 1, v/v) &aj8B«kO> 4, 4-^7^*0- 1 - 
hi/;U-2, 3, 4, 5-f h7tKD-lH-l- / OX7t*f 
>- 5 -:*>2. 3 1 g£?#fc 0 
(7*fiHt:A-2S0&) 

(3) 4 -7;U*o- 1 - hz/fr- 2. 3, 4, 5-fh7tF'o 
- 1 H- 1 -^>XT-fcrh*>- 5 8 0 g £ h 'Jxf;H S 
> 4. 5 2 m 1 (Digit*? U h U tJli/ »J 7U h U 7 71/* 
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•J ;i/xy-;l/x-r;l/S0'N-7;l^-n f'J ^x>5A h 'J z?fr*n 
y YZ 6 7g^^^DDi^20ml CgiU 

ttU ft»xf*i:Mt>t©fi^»tt (3:7, v/v) 
SPcJ:0> 1.78g©4, 4 -y7Atn- 1 - 2, 3. 4, 

5-fh7tFn-lH-l -"OXTHf tT>- 5 

I R (KB r, cm"') : 1 7 2 4 

'H-NMR (dppm in CDC 1 9 . TMSfiW) : 
2. 4 1 ( 2 H. m) , 2. 4 3 ( 3 H, s ) , 4. 0 9 ( 2 H. m) , 
7. 2 5 (2H, d) . 7. 4 0 ( 1 H, m) , 7. 4 8 (2H, d) . 
7. 5 5 ( 3 H, m) 
MS (EI) : 3 5 1 (M + ) 
(##0fl 3 ) 
(7y3HtB£) 

(1) 1. 2, 3, 4-7-byt Ko + y >J > - 4 - * > 2. 0 Og 
RVh-ytmi 1 4mg^i>fV7*D^x-f^3 Omli: 
*»U ft»«*Uj:*<&2BIIIJnl»ai«U/io f&f&«»*** 

i?if;i.x-f^-^t>J: OigUffc^fTtt^ 4 -T-tr 
1 - 1, 2-i?t Ko^y >J > 5 1 8mgW: e 
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'H-NMR ( 5 p pm in CDC1,, TMSMf) : 
2.16 (3 H, s). 2.35 (3 H. s), 4. 60(2 H. d), 
5. 4 3 ( 1 H, t ) , 7. 0 5 ( 1 H, d ) , 7. 1 1 ( 2 H, d ) . 
7. 1 9 ( 1 H. t ) , 7. 3 2 ( 1 H, t ) , 7. 3 9 ( 2 H, d ) , 
7. 7 4 ( 1 H, d) 

MS m/z (EI) : 3 4 3 (M + ) 

(2) 4 -T-tr 1 - hi/Jl- 1 , 2-^hFo + ;iJ>5 
1 8rag^^^7>fA5ml (l*»U MMffiU tan??* 

U ^*"^>-ft»xf-;l/ (4 : 1. v/v) 7 b-T 

■b h*5>- 1, 1 -^7;U^-o- 3- hisJli/tn-fas* (c) - 
1. 2, 3, 4-f h7hKn + ;iJ> 2 2 5mg*j|fc. 
'H-NMR (5 p pm in CD C 1 , , TMS^SUIf) : 
1. 9 9 ( 3 H, s ) , 2. 1 0 ( 1 H, m) , 2. 4 1 ( 3 H, s ) , 
4.0 4 (1H, dd). 4.2 5 (1H, dd), 7.2 1 ( 1 H, 
d) , 7.2 8 (2H, d) . 7.3 3 ( 1 H. t), 7.5 5 ( 1 H, 
d) , 7. 6 0 ( 1 H, d) , 7. 6 2 (2H, d) 
MS m/z (EI) : 3 9 3 (M + ) 

(3) 7 b -T-tr h*->- 1 , \-i>y)Hta-Z-Yi/)\,i/9u 
7a/<(c)-l, 2, 3, 4 -r- h5t Kd + ; ij >4 0mg£ 
^;-A2mK fl^7hKD77>2ml tz&M U ?K^fb U 
f-)A7mg 1 m 1 £»T UMKT 2 B Hff L/C 
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*7A?D7hr77^-CftU ^*Vy-Wtm3-m (4 : 1, 
v/v) 1 - Yi/Jl- 4. 4-^77l/^D-2, 3. 4, 

5-fh7hKn-lH-l -"OXT-te* t'>- 5 -t>27mg 

(##0M) 

4, 4 -^7;l/^D- 1 - 2, 3, 4. 5-fh7tF 

d- 1 H- 1 -^>XT-tfh*>- 5 -*>3. 0 0 g£Hfc®n 4ml 
rJPU ^Bli$?7m 1 £HD;U 6 0°CKT1 Ol^fflJniiU/co S 
JEtt**&SU TKifefb* 'J *A£m^T£SttKl,ft»xf-;u*j| 

*«*U 4, 4-^7^^d-2, 3. 4, 5-f h7hKo- 

1 H- 1 -^>X7t'e>-5-t^»/:, *fil*fil;K"rSCi 

±Ey l> h »J x^;i/T $>1.5 5ml Ot&<t/ f- b 

2 0mli:, *MrF4 -iFn^>^;^ D y Kl. 9 gZHaz-. 

1.65g©4, 4 -i?y)l*n- l - (4-ihD/<>'/^^) - 

2, 3. 4. 5 -f- hvh Kd- 1 H- 1 -OX7t*fc*>- 5 - 

7A^n7hr77>f-i:ftU ^oD^;i/A^ajSC«t^jE(r 6 4 
9mg©4, 4-i?7Jl*a- I - (4--hD<>y>f;|,) -2, 

3, 4, 5-f-h5t Ko- 1 H- 1 -"C>XT-tfhT>- 5 
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M& : 1 9 2 - 1 9 5 °C 
TtmftVr®. (C, 7 H 12 N 2 04F 2 ) 

C (%) H (%) N (%) F (%) 

IhS^il 58.96 3.49 8.09 10.97 

mmm 59.00 3.62 7.93 10.91 

I R (KB r, cm-')' : 1 7 1 6, 16 5 6 
'H-NMR Uppm in CD C 1 . , TMSfllMMW : 
2. 7 3 ( 2 H, m) , 4. 3 5 ( 2 H, m) , 6. 6 2 ( 1 H, m) , 

7. 2 5 ( 1 H, m) , 7. 3 3 ( 1 H, m) , 7. 4 8 ( 2 H, m) , 

8. 0 0 ( 1 H, m) , 8. 1 0 ( 2 H, m) 
MS (EI) : 3 4 6 (M + ) 

(##M 5 ) 

4, 4 -yyjlj-a- 1 - (4 hn'OW;!/) - 2, 3, 
4, 5-fh7tKn-lH-l -'OXT-tf f>- 5 9 4 

Omg £11^x^2 0ml'«U mUlZXm<t%-ZZ3. 0 

^h'J^A7jc^»x.iiS14{lL> Willi 7jc®^t>St 

>fr£f?*£iP B U 7 1 1 mg© 1 - (4 -T $ - A, 

4-i?7)l>*v-2, 3, 4, 5 -fH t Ko- 1 H- 1 -Ky 

t*>- 5 -*>zmz 0 

I R (KB r, cm" 1 ) : 1 7 1 2. 16 2 8 
'H-NMR (5ppm in CDCh , TMSMli) : 
1. 5 9 ( 2 H, m) . 2. 6 6 ( 2 H, m) , 3. 8 8 ( 1 H, m) , 
4. 2 4 ( 1 H, m) . 6. 4 5 ( 2 H, m) , 6. 7 6 ( 1 H, m) , 
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7. 1 7 (2H, d) , 7. 2 4 ( 2 H, m) , 7. 9 5 ( 1 H, m) 
MS (E I) : 3 1 6 (M + ) 
(##0d 6 ) 

6 0%&m<t1- V 'J 2 8mg^rh7tKD77>l 0 
m I CMU fc&TiJ tf-Kt^t^mmtl-JlO. 9 8 4 m l £ 
$TU QftMWLtZo &l^T— 7 8°CICT l - (4 - 

7;^>7>f;l/) - 4, 4 -iS7Jl*n- 2, 3, 4, 5-fh 
7tFo-lH-l -'OXT-trt':/- 5-t> 6 0 0mg©fh 
7t Kd77>M2 0ml **TU l 0 BSIffl^tfTfiK* 0 °C 

$et&«£S* u n znm&z y u * 7A^vFy 

77-f-CftU ft»Xf-^t^+1f>t©»*iSPll (4. 5 : 5. 5, 
v/v) TigfflU ifeJ6(C, 1 7 OmgO (E) - [ 1 - (4 -T 
5 -4, 4-^7;l/^-D-2, 3. 4. 5-ff7 

t Kd- 1 H- 1 -^>XT-t?f>- 5 >Jr>] mktTh* 

m~o 

'H-NMR (dp pm in CDC 1 , , TMSrtSBfR*) : 

2. 4 0 ( 2 H, m) , 3. 1 8 (1H, m) , 3. 7 1 ( 3 H, s ) , 

3. 7 8 (2H, m) , 5. 0 8 (1H, m) , 6. 4 2 ( 2 H, d) , 

6. 5 9 ( 1 H. s ) , 6. 7 3 ( 1 H, d ) , 7. 1 4 ( 1 H, m) . 

7. 2 0 ( 1 H, m) , 7. 2 9 ( 3 H, m) 
MS (E I ) : 3 7 2 (M + ) 

5K*tti£«tf. 5 3 6mg© (Z) - [ 1 - (4 -T * SO 
7-TA0-4, 4 -ity/lta- 2, 3, 4. 5-fh7bKo- 
1 H- 1 -^>XT-tfh*>- 5 --f »Jr>] ^fcSfco 
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•H-NMR (5ppm in C D C 1 3 , TMSl^SU^) : 
2.50 ( 2 H, m) , 3. 2 0 ( 1 H, m) , 3. 7 8 ( 2 H, m) , 

3. 8 2 ( 3 H. s ) , 5. 0 5 ( 1 H. m) , 6. 1 8 ( 1 H, s ) , 

6. 3 9 ( 2 H, d ) , 6. 7 3 ( 1 H. d ) , 6. 9 7 ( 2 H, d ) , 

7. 1 2 ( 1 H. m) . 7. 2 3 ( 1 H. m) , 7. 3 7 (1H, m) 
MS (E I) : 3 7 2 (M + ) 

(###J 7 ) 

6 0%-fcmiti-h 3 4mgOfh7t Ko7 7>M 

7 0mli:> 2K&T\ 'J^il^Xtsjmk^^ 4 . 1 2 g^rjD 
*&T3 OfrmWUz* Rmmz 1 - (4 -T iJsOVJfr) 
-4, 4-i?7)l*v-2, 3, 4. 5-f h5 t Ko- 1 H- 1 
-<yXTM\Zy- 5 -*>1. 1 6 gfctjn*.. MT3«?IHI«^U 

wiccmfru m^mm-??* mm^m^x 

(E) TkZf (Z) - [1- ( 4 - T £ J^O'/J Jl) —4, l-'J 
3, 4. 5-fh7bKo-lH-l -KyXT-tf 
e>-5--fUr>] ft»xf-;KDfi£«|l. 4 1 g£*#/c 0 
MS (FAB) : 3 8 7 (M + + 1 ) 
(##0J8) 

o-7x-^I§tl 6 ZmzZmttT^y 5m 1 IC&JHU 
•J KO. 1 6 5mlMTU:o MKT 3 B*iaa#SU ^>-t?>£ 

1 - (4 -T ^ J*y x J4ti) ~ 4, 4 -5>7;U*o- 2, 3, 

4, 5-fh7tKa-lH-l -OXT-tr f>- 5 -t>20 
Omg&tf e«J ^>5ml ££{1;/^ U> 10ml ir*j»U 
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7F?*7^-i:#U ftSxf-^^+lJ-^fcOS^Jga (2 : 

3, v/v) TigHiU 2 8 3mg©4, 4-^7*tn-l- 
[4- (2-7x-M>^;l7;;) 'OW;!/] -2, 3, 

4, 5-ff7t Ko- 1 H- 1 -^>XT-b*e>- 5 
fco *p n aliS^x^^-^*-9- ><k U/Co 
BUS : 2 0 1 - 2 0 3°C 

'H-NMR (5ppm in CDC Is, TMSftSBJI^) : 
2. 6 7 (2H, m) . 3. 3 0 ( 1 H, m) , 4. 2 1 ( 1 H, m) . 

6. 6 5 ( 2 H, m) . 6. 8 8 ( 1 H, s ) , 6. 9 7 ( 2 H, m) . 

7. 1 9 ( 2 H, m) , 7. 2 4 ( 1 H, m) , 7. 3 2 - 7. 4 7 (ff 

7 H) , 7. 5 5 (1H, m) , 7. 8 8 ( 1 H, m) , 7. 9 6 ( 1 H, 
m) 

MS (EI) : 4 9 6 (M + ) 
(#*0U 9 ) 

2- (4-yf*7xiA) SAM&tf (Z) - 1 - (4-T 
$;^V , /-fA) -4, 4-^7^*0-2, 3, 4, 5-fh5 
tFo-lH-1 -OXT-tfh 4 >- 5 -*>£ffl^T##0iJ8 t 
RWOtiflFifflS 4, 4 -^7;U*o- 1 - [4- [2- (4- 
/WxiA) 'O'/'fATU] '<> , /'fA] -2, 3, 4, 
5-fh7k Ko- 1 H- 1 -OXT-tfh'V- 5 
'H-NMR (5 p pm in CDClj, TMSF^SP^^) : 
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2.3 5 (3H, s). 2.6 7 ( 2 H, m) . 3.5 0 -4.8 0 (If 2 
H) . 6. 6 6 ( 1 H, m) . 6. 9 4 ( 1 H. s ) , 6. 9 9 ( 2 H, 
m) , 7. 1 8 - 7. 3 2 (It 8 H) , 7. 4 0 ( 1 H, d ) , 7. 4 6 

( 1 H. m) , 7. 5 3 ( 1 H. m) , 7. 8 6 ( 1 H. m) , 7. 9 5 

(1H. m) 

MS (EI) : 5 1 1 (M + + 1) 

ammm 1 ) 

o - 7x-«§i 3 9 6 m g> 'J )lt o ij KO. 2 9 0 

ml SO' (Z) - [1 - (A-TXJ^l/ "J 4 )\/) -4, 4-i?7 
Jlta-2, 3, 4, Ko- 1 H- 1 -^>XT-tff 

>- 5 'JfV] ft» 6 2 0mg^ffll^#^l8tl^i 
cD$|ft(w«J:*5s 8 7 8 mg© (Z) - [4, i - i?7 - I - 
[4- (2-7i-;K> , /^-il'7;;) sO'/JW -2, 3, 
4, 5-f h7hKn- 1H- 1 -'OXT-tf e> - 5-^'Jf>] 

'H-NMR (dppm in CDC 1 . . TMSrtfflJ«*) : 
2. 3 0 - 2. 8 0 (ti- 2 H) . 3. 2 1 (1H, m) , 3. 8 3 ( 3 H, 
s ) , 5. 0 3 ( 1 H, m) , 6. 1 7 ( 1 H, s ) , 6. 6 6 ( 1 H, 
m) , 6. 9 1 ( 3 H, m) , 7. 0 1 ( 2 H, m) , 7. 0 9 ( 1 H, 
t ) , 7. 2 4 ( 1 H, t ) , 7. 3 3 - 7. 4 5 (tf 7 H) , 7. 5 2 

( 1 H, t) , 7. 5 6 ( 1 H, t) , 7. 8 3 ( 1 H, d) 
MS (EI) : 5 5 2 (M + ) 

(I6MI2) 

o-7x-;U£E#$? 1 2 7mg, **1f'J;U?niJ KO. 1 4 1 
m 1 SO' (E) - [ 1 - (4 -Ti Jl) - A, 4-^7 

Jl*v-2, 3, 4, 5-fh7hKn- 1H-1 -•OXT-fcrh' 
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y- 5 'Jf>] ft»>*-;l>2 0 0mg£ffl^T###J8 tH3«l 
©»ft*(TV\ (E) - [4, [4- (2- 

7i-M> , /^l/7;;) / 0'/^l']-2, 3, 4, 
v t Fa- 1 H- 1 -^>XT-b*f>- 5 ->T »Jr>] MMf-* 
2 8 7mg^fc 0 

'H-NMR (ippm in CD C 1 , . TMSrtM*) : 
2.2 0 -2.7 0 (H-2H), 3.30 ( 1 H. m) , 3.67 ( 3 H, 
s ) . 4. 9 8 ( 1 H, m) , 6. 5 5 - 6. 7 4 (If 2 H) , 6. 8 5 - 
7. 7 0 (tM 5 H) , 7. 8 4 ( 1 H. m) 
MS (EI) : 5 5 3 (M + + 1 ) 

2- (4-^Wx-;b) SlfK 3 Omg. UA.^ 
n ij FO. 3 8 9m 1 &tf (Z) - [ 1 - (4 -T * 
-A, 4-i?7fr*v-2, 3, 4, 5-fh7tKD-lH-l 
-^>^y-tfe>- 5 --f >J-r>] ft»yf-*6 7 Omg^lK 
#W8i:H*©*ft*ffV\ 5 5 6mg© (Z) - [4, 4-^ 
1 - [4 - [2 - (4 -yf;i7x^) ^<>7>r;UT 
S y] - 2, 3, 4, 5-f h^hFo- 1H-1- 

'H-NMR (<5 p pm in CD C 1 3 . TUSftWUm : 

2. 3 6 ( 3 H. s ) , 2. 4 0 ( 1 H, m) , 2.62 ( 1 H, m) , 

3. 2 1 ( 1 H. m) , 3. 8 3 ( 3 H, s ) , 5. 0 4 ( 1 H, m) , 
6. 1 7 ( 1 H, s ) , 6. 6 7 ( 1 H, d ) , 6. 9 0 ( 1 H, s ) , 

6. 9 4 ( 2 H, d ) , 7. 0 2 ( 2 H, d ) . 7. 1 0 ( 1 H, t ) , 

7. 1 8 ( 2 H, d ) , 7. 2 2 ( 1 H, t ) , 7. 2 9 ( 2 H, d ) , 
7. 3 7 ( 2 H. m) . 7. 4 4 ( 1 H. m) . 7. 5 2 ( 1 H, m) , 
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7. 8 2 ( 1 H. d) 

MS (E I ) : 5 6 6 (M + + 1 ) 

mmm 4 ) 

2- (3-yf;l/7i-^) 7 7mg. 'J;U? 

d'J KO. l 2 7m l&tf (Z) - [ 1 - (4 -t * yoy>r;b) 
-4, 4 -^7;l/*n- 2, 3. 4. 5-ff7t Kd- 1H- 1 
-^>XT-tff>- 5 >Jf>] 1 8 Omg^ffl^T 

###J8 tfil#©*ff*ffl\ 2 4 9 mg© (Z) - [4, 4-i? 
7^^o-l - [4 - [2 - (3-yf;^i-^) ^>W;l/T 
Sy] ^OW^] -2, 3, 4, 5-ff7hKo-lH-l- 

'H-NMR (5ppm in C D C 1 3 , TMS : 

2. 2 9 ( 3 H. s ) . 2 4 1 (1H, m) , 2. 6 5 ( 1 H. m) , 

3. 2 1 ( 1 H, m) , 3. 8 3 ( 3 H, s ) , 5. 0 3 ( 1 H, m) , 
6. 1 8 ( 1 H, s ) , 6. 6 6 (1H, m) , 6. 8 5 - 7. 6 0 (If 1 
5 H) , 7. 8 5 ( 1 H, d) 

MS (E I ) : 5 6 6 (M + ) 

cmmm 5 ) 

4, 4-^7;U^d-1- [4- (2-7x-;K> , /'f;b7; 

j) o*/>oi] - 2, 3, 4, 5 -f- t kd- 1 h- 1 

>XT-tft*>- 5 -*y2 3 Omg£ffltvr#%#J6 tmm<D&{* 
(Z) - C4, 4-97fr*a- I - [4- (2-7x- 
;i/^<> ;ur = y) "Cyy-f*] - 2, 3, 4, 
a - 1 H- 1 -^>XT-tfh'>- 5 ->T 'JfV] 1 0 0 

m g £#fc 0 
(HSfcffil 6 ) 
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2- (4 ->f/l/7x^) $£§8 9 1 7mg£i£ffcy^U> 1 
5ml&t>\ i?^;^^7; FllflcllU *fcT, 

*) )l ? a l ) K 4. 8 6ml £ilI;U MT\ 3 Ltz 0 StC 

«(C (E) SO' (Z) - [1 - (4-T^<>7^;U) -4, 4 
-i?7)\,*u-2 t 3, 4, 5 -f- h7 t Ko- 1 H- 1 -«yX 
THf t*>— 5 --f 'J f>] ft»Xf-;U©ft*«l. 4 g©f'J i>> 1 
OmlMIf^f I/>1 OmlOIMi^iSTU MTl 3 
Witftbfco SJCE«ir7k*fln>L. &8x7WUT'ttttt Uc 0 til 
ll£ll*ll. llSTkftfk^hy^^TkSttR^ftftA 

*>tft|xf-*tCD»^»tt (2:1, v/v) TiefflLTfln 
U (Z) SO' (E) - [4, 4 1 - [4 - [2 - 

(4' -/i-Jl) 7x-;Uj JIT i J] 

3, 4, 5-f F5h K n — 1H - 1 - ^ > XT -tfhf> — 5 — f 'J 
x>] ftiif ;U£*fteH 2 6 0mg, 2 9 Omgdfc, 
ft^6 (a) 

(Z) ft 

'H-NMR (5 p pm in CDC 1 . , TMSflSBIifO : 
1.3 4 (3H, t), 2.3 9 ( 3 H, s), 2.4 0 ( 2 H, m) , 
3. 1 0 - 3. 3 0 (1H, m) , 4. 2 9 ( 2 H, q ) , 4. 9 0 - 5. 1 
0 ( 1 H. m) , 6. 1 7 ( 1 H, s ) , 6. 6 6 ( 1 H, d ) . 6. 8 
0 -7. 6 0 (fM 4 H) , 7. 8 2 ( 1 H. d) 
MS (FAB) : 5 8 1 (M + + 1 ) 
<fc£«B)6 (b) 

(E) ft 
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'H-NMR (dppm in CDC 1 3 , TMSMI) : 
1.2 3 (3 H, t), 2.3 5 (3 H, s), 2.40 (2 H, m) . 
3. 1 9 ( 1 H, m) , 4. 1 3 ( 2 H. m) , 5. 0 2 ( 1 H, m) , 
6. 5 9 ( 1 H, s ) , 6. 6 6 ( 1 H, d ) , 6. 8 0 - 7. 6 0 (It 1 
4 H) , 7. 8 2 ( 1 H, d) 
MS (FAB) : 5 8 1 (M + + 1 ) 

(Z) - [4, 4-Z?7Jl*a- 1 - [4- (2 -7i-M> 
*/>f;l/T* J) OVJM -2, 3, 4, 5-fh7kKD-l 

h- i -^>xy-tf e>- 5 ->r >jf>] i«yf-^8 5 7mg£ 

y^y-;n 0mli:i»U *#T*»fc'Jf-SA-*ftttl 9 
5mg©***2m 1*«TU 7 #MmWLtzo 

nM«xf;i,^+f>^bSS B ^m\ (z) - [4, 

4-J?7*tn- 1 - [4- (2-7x^K>'/-f^7;;) < 
>W;l/]-2. 3. 4, 5-f h7t Kd- 1 H - 1 -O XT 
-tfe>- 5 ->r Ux>] 61^6 3 3 mg£f#fc 0 
Hi! jft : 2 2 4 - 2 2 6 'C 
'H-NMR (5 p pm in CDC 1 , . TMSl*3»«HO : 

2. 4 1 ( 1 H, m) , 2. 6 7 ( 1 H, m) , 3. 2 4 (1H, m) , 

3. 6 8 ( 1 H, m) , 5. 0 0 ( 1 H, m) , 6. 1 9 ( 1 H, s ) , 

6. 6 7 ( 1 H, m) , 6. 9 2 ( 2 H, m) , 6. 9 8 ( 3 H, m) . 

7. 1 0 ( 1 H, m) , 7. 2 4 ( 1 H, d ) , 7. 3 0 - 7. 5 0 (ft 8 
H) , 7. 5 3 ( 1 H, m) , 7. 8 0 ( 1 H, m) 

MS (E I ) : 5 3 8 (M + ) 
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cmmm 8 ) 

(E) - [4, 4-i?7)\,*a- 1 - [4- (2-7x-;K> 
7>T^T S J) ;U] - 2, 3, 4, 5-ff7tFn-l 

H- 1 -^>XT-tfh'>- 'Jf>] ft»yf-;l/2 8 Omg^ 

B^rnmmi t®®<Dmtzm\ ce) - [4, 4-^7^* 

o- 1 - [4 - (2-7x-;K>y>fA7 * <>y*>f - 
2, 3, 4, 5-fHt Kd- 1H- 1 -OZTHt'>-5- 
4 'Jf>] fm\ 8 7mgW:, 

'H-NMR (dppm in CDC 1 s , TMSl*lSBIP£) : 
2. 4 1 ( 2 H, m) , 3. 1 0 - 3. 5 0 (fh 2 H) . 4. 9 9 ( 1 H, 
m) , 6. 5 9 ( 1 H, s ) , 6. 6 7 ( 1 H, m) , 6. 8 9 ( 2 H, 
m) , 7. 0 8 ( 2 H, m) , 7. 1 7 ( 1 H, m) , 7. 2 4 - 7. 4 8 

(ff-8 H) , 7. 5 2 ( 1 H. m) , 7. 7 3 ( 1 H. m) 
MS (EI) : 5 3 8 (M + ) 

(HUM 9) 

(Z) - [4, 4 -^7;t,*a- 1 - [4- [2- (A-Z^Jl 
7x^1) '<r/'f^7;;]'<>^yH - 2, 3, 4, 5-T 

hvtKo-lH-1 -OXTHf t°>- 5 --f 'Jf>] tfcSMf- 
;U5 2 7mg&m*rmMM7 tmm<DWift$:ff\,\ (Z) - [4, 
4--^7Ato- 1 - [4 - [2 - (4-^fA7xi*) ^>7* 
^>7^f^] - 2, 3, 4, 5-fh7bKo-lH 
- 1 -^>XT-tfh'>- 5 ->T 'JfV] RI4 6 OmgW;, 

'H-NMR (5 p pm in C D C 1 , . TMSrtfflHMS) : 
2. 35 (3H, s ) , 2.50 - 3. 80 (fMH), 5. 02 (1H, 
m) , 6. 2 0 ( 1 H, s ) , 6. 6 9 ( 1 H. m) , 6. 9 0 - 7. 4 8 

(fH 4H) , 7. 5 2 (1 H. m) , 7. 8 0 ( 1 H, d) 
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MS (EI) : 5 5 2 (M + ) 

(mmm i o ) 

(Z) - [4, 4-^7^^-d-1- [4- [2- (3-/^;U 

-2, 3, 4, 5 -f" 

h7h Kd- l H- 1 -KyXT-Ht'y- 5 --f 'Jf>] it^^^ 
;b 2 4 0 mg^ffll>THJfiM7^f^mcD^^t\ (Z) - [4, 
4-^7;l/tn-l- [4- [2- (3-^A7x-A) 7x- 

;^>-/>f;i/T$y] ^y/-f;u] -2, 3, 4. 5-f HhK 

o- 1 H- 1 -<>XT-t?t*>- 5 ->T >Jf>] fttt2 1 Omg^ 

'H-NMR (5ppm in CDCla, TMSlW**) : 
2.35 (3H, s), 2.35-2.80 (ff3H), 3.20 (1H, 
m) , 5. 0 2 ( 1 H. m) , 6. 1 9 ( 1 H, s ) , 6. 6 9 ( 1 H, 
m) , 6. 8 5 - 7. 6 0 CffM 5H> , 7. 8 1 ( 1 H, m) 
MS (EI) : 5 5 2 (M + ) 

mmm 1 1 ) 

(Z) - [4, 4-^7^^-n-l- [4- (2-7x^K> 
V-f^T^y) 'OW;!/] -2, 3, 4, 5-f h7tKo-l 
H- 1 -^>XT-fc?b*>-5-^'Jx>] ft&3 1 8mgMl - 
h Ko + i/<>y h >JT7-;U9 6mg£. igfl; y f- U > 1 0ml 
SO'T-trh-h>j;u OmliDjB^XCilffU *#T 1 -if 
3- (^yW^^Dfi) #;U#^>T $ 3 6 

mgOigit/ruymmi 0ml ZffiTLtz 0 ^^t'N-yf;^ 
0 7 9 m 1 *fiD^.Sfi(CT-tt«^ly^o EfcftK 1 £ 
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ig^fcfiTC (9 5 : 5, v/v)JgfflU 3 0 8 m g 

/^-^-^xf-^x-f-^&WI&flU (Z) - 4' - 
[ [4, (4 - yf*tf^7 5>-*) 

x;Mf-U>-2, 3, 4, 5-x Y? t Kn- 1 H- 1 -<>X 
T-tf tf>- 1 -4 JU] -2-7x-M>X7-'J K 

1 8 5 m g 
Si* : 1 9 4 - 1 9 7°C 
'H-NMR (<5ppm in DMS 0- d , , TMSlW**): 
2.42 (2H, m), 2.81 (3H, s), 2.82-3.28 (If- 4 
H) , 3. 3 6 - 3. 7 0 (If 3 H) , 4. 0 9 ( 1 H. m) , 4. 4 3 
( 1 H, m) , 4. 8 6 (1H, m) , 6. 7 7 ( 1 H, s ) , 6. 8 2 
( 1 H, m) , 7. 0 1 ( 2 H, m) , 7. 2 0 (1H, t ) , 7. 2 5 

- 7. 4 1 (If 8 H) , 7. 4 7 ( 2 H. m) , 7. 5 6 ( 3 H, m) . 
1 0. 3 5 ( 1 H, m) , 1 1. 1 3 ( 1 H, m) 

MS (EI) : 6 2 1 (M + + 1) 

mmw 1 2 ) 

(Z) - [4, 4-^7^^-o-l- [4- (2-7x-^> 
7-f*T S J) *C>'/-f*] - 2, 3, 4, 5-fb7bKn-l 
H- 1 -KyXTWs- 5 --f 'Jf>] ftB9 4mgMt^7 
i?>9 Omg»> 1 t P (w«k?K (Z) -4' 

- [(4, 4-^7;u*o-5-t'^7^-;i>#>>i/tf-;M ; f u> 

-2, 3, 4, 5-fh7h Ko- 1 H- 1 -OXT-tftf >- 1 
-JJl) -2-7*-M>X7-'J K£»ig7 0m 
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'H-NMR (<5 p pm in DMSO-d 6 , TMSWf): 

2.4 2 (2H, m), 3.02-3.22 (ff-5H), 3.60-3.92 
(H-4H) , 4. 8 7 ( 1 H, m) , 6. 7 7 ( 1 H. s ) , 6. 8 2 
(1H, m) , 7.0 1 (2H. m) , 7.2 0 ( 1 H, m) , 7.2 5 

-7.4 1 (ff-8H) , 7.4 7 (2H, m) , 7. 5 1 - 7. 6 2 («" 3 

H) , 9. 3 0 ( 1 H, m) , 1 0. 3 4 ( 1 H, s) 

MS (E I) : 6 0 6 (M + ) 

(Z) - [4, 4 -V7)l,*a- 1 - [4- (2 -7x-iK> 
'/>()IT I J) M - 2, 3. 4, 5-f h7hKn-l 

H- 1 -OXTHf £>- 5 >Jf>] Rttl 9 6mg&tf 4 - 
i?^Wi;^iJ^>5 6mg£ffll\ 1 tl^tR©* 

tt«iJ:0#*U 2Do*;^-x-x;^£S*Sfi£fTt\ (Z) 

- 4 ' - [ [4, 4 -i?7^^o- 5 - [ (4 -yyf-^T Ub' 

2>y) *^iy^f i/>] - 2, 3, 4, 5-fh7tKa 

- 1 H - 1 -^>X7t't*>- l -^;t/] - 2 - 7 x 

ife* : 2 3 0 °CJ£Ul#P 
'H-NMR (<5 p pm in DMSO-d. , TMSfl«B«l(0: 
1.3 9 - 1.8 0 (tt2H), 2.0 7 ( 2 H, m) , 2.4 1 ( 2 H, 
m) , 2. 6 6 ( 1 H, m) , 2.72 ( 6 H, s ) , 2.95-3.20 
(If 2 H) , 3. 4 3 ( 1 H. m) . 4. 0 4 ( 1 H, m) , 4. 5 2 
( 1 H, m) . 4. 8 6 ( 1 H, m) , 6. 7 8 ( 1 H, s ) , 6. 8 1 
( 1 H, m) , 7. 0 1 ( 2 H. m) , 7. 1 9 ( 1 H, m) , 7. 2 6 

- 7. 4 3 (If 8 H) , 7. 4 4 - 7. 6 0 (If 5 H) , 1 0. 3 5 ( 1 H, 
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s ) , 1 0. 4 1 ( 1 H. m) 
MS (EI) : 6 4 9 (M + + 1 ) 

mmm 1 4 ) 

(Z) - [4, 4 -5>7*:i-o- 1 - [4- (2 -7x-;K> 
7'f;l/7; /) ^>-/-f;U] -2. 3, 4, 5-fh7bKo-l 
H- 1 -^>XT-b*h*>-5-^ 'Jf>] mWi2 7 5mg&tt'2- 
7i;y^t''J-?yO. 0 6 3ml mmmi 1 £l^i© 

J: 0. (Z) -4' - [ [4, 4-^7^^0-5- [N- 
(2 - h*U - 2, 3, 4, 5 

-fh7t Kn- 1 H- 1 -KyXT-if^y- 1 --f;U] *;U#r. 
-2-7x-;K>X7-'J KttBttl 9 0mg£&£4&/£B 

'H-NMR (5ppm in C DC 1 , . TMSflSPSS*) : 
2 3 2 ( 1 H. m) . 2 7 3 ( 1 H, m) , 3. 2 0 ( 1 H, m) . 
4. 8 9 ( 3 H. m) , 6. 4 1 ( 1 H, m) , 6. 5 9 ( 1 H, m) . 
6. 8 5 - 7. 1 0 (If 6 H) , 7. 2 3 ( 1 H, m) , 7. 3 0 - 7. 5 0 

(It 7 H) , 7. 5 3 ( 1 H, m) , 7. 7 0 ( 1 H, m) . 7. 8 0 

( 1 H, m) , 7. 8 9 ( 1 H, m) , 8. 2 3 ( 1 H, m) , 8. 4 5 

( 1 H, m) . 8. 5 8 ( 1 H, m) 
MS (E I ) : 6 2 9 (M + + 1 ) 

(mmm 1 5 > 

(Z) - [4, 4-i?7)l*a- I - [4- (2-7x-M> 
7^^7;y) ^>'/>f;l/] -2, 3, 4. 5-fh7tKo-l 
H- 1 -^>XT-tff>- 5 'Jf>] ftft 2 5 OmgMN, 
N, N' - h ')^f^ifl/>^7; >7 6mg£fflt\ 1 
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&JI£fiTK (Z) - 4' - [4, 4-^7;l/^-a-5- [ [N- 

(2 -i>/*j\/T uif^) -N-yf-^*;i/^**>r^yf-u>] 

-2. 3, 4, 5 -r h5 t Fa- 1 H- 1 -OXTVt'y- 1 
->f;U] - 2 - 7xr.;K>X7^. 'J KfiSil 9 0 

m g *#fc 0 

HA : 1 5 7 - 1 6 0 *C 
'H-NMR (<Sppm in DMS 0- d « , TMSWIMWO: 

2. 4 1 ( 2 H, m) , 2.80 ( 6 H, m) , 3. 0 8 ( 3 H, s ) , 

3. 2 5 (2H, m) , 3. 5 5 - 4. 0 0 (ff3 H) , 4. 8 6 ( 1 H. 
m) . 6. 7 9 ( 2 H, m) , 7. 0 0 ( 2 H, m) , 7. 1 9 ( 1 H, 
m) , 7. 2 4 - 7. 4 1 (If- 8 H) , 7. 4 6 ( 3 H, m) , 7. 5 4 

( 5 H. m) , 1 0. 3 4 ( 1 H, s ) , 1 0. 6 4 ( 1 H, m) 
MS (EI) : 6 2 2 (M + ) 

(mmm 1 6 ) 

(E) - [4, 4 - ifyjlira- l - [4- (2-7x-;K> 
' J) OWAO - 2, 3, 4, 5-fh7hKD-l 
H- 1 -s<>XTiiV>- 5 --f 6 OmgStFN- 

yf;btx7^>o. 0 4 3 mi *«^r5iis«i 1 tmmommz 

£<0, (E) -4' - [ [4, 4 - *>7A,*a- 5 - 

2, 3, 4, 5-fh7tK 
o- 1 H- 1 -OXT-tf tf>- 1 ->f;u] 7>;l/^?-;U] -2-7 
x-;K>X7-'J F£itfg9 0 m g t LT#fc 0 
'H-NMR (5ppm in DMS 0 - d , , TMSrtgffi^) : 
2.23-2.45 (ff-2H), 2.70- 3.25 (tf7H), 3.35- 

3. 8 0 ffi 3 H) , 4. 0 8 ( 1 H, m) , 4. 3 6 ( 1 H, m) . 

4. 9 1 ( 1 H. m) . 6. 7 2 ( 1 H. m) , 6. 9 7 - 7. 5 9 (If- 1 
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7H) . 10.36 (1H, m), 10.72 (1H, m) 
MS (EI) : 6 2 0 (M + + 1 ) 

ammmi 7) 

(Z) - [4, 4-i?7Jl*v- 1 - [4- [2- (4->f^ 
7xi;p) ^>^;|/T;;] -2, 3, 4, 5-t- 

Kd- 1 H- 1 -OXTift'y- 5 -J >Jf>] lti?2 2 
emg&tfN-y^Ut'^^yO. 0 5 4 ml £flH\ HWJ 1 1 

tmrnoismzzt), cz)-4'-[[4, 4-^7^^-0-5 

- (4 - M-bV^y'J-b) *)l#-)\,*1-l>y- 2, 3, 4, 
5-f h7h Kn- l H- l -'OXT-tf f>- l 

-2 - (4-yfA7x-A) 'OXTz: "J 6 0 

'H-NMR (dp pm in DMS 0- d „ , TMSra^) 
2. 2 8 ( 3 H, s ) , 2. 4 5 ( 2 H, m) , 2. 8 2 ( 3 H, m) , 
2. 8 3 - 3. 2 5 (ff 4 H) , • 3. 3 6 - 3. 6 5 (If 3 H) , 4. 0 9 
( l H, m) . 4. 4 5 ( l H, m) , 4. 8 6 (lH, m) , 6. 7 7 
( l H, s ) , 6. 8 3 ( l H, m) , 7. 0 2 ( 2 H, m) , 7. I 3 
( 2 H, d ) , 7.2 0 (lH, t ) , 7. 2 7 ( 2 H, d ) , 7. 3 2 
( l H, t ) , 7. 3 6 - 7. 4 7 ( 4 H, m) , 7. 4 8 - 7. 5 9 ( 3 
H, m) , l 0. 3 6 ( l H, m) , l 0. 9 0 ( l H, m) 
MS (EI) : 6 3 4 (M + ) 

mmm 1 8 ) 

(Z) - [4. 4-i?7fr*v- l - [4- [2- (4-/?Jl 
7x-;l0 "O'/V^T i J] ^>W;lO - 2, 3, 4, 5-f- 
h5 t Kd- l H- l -OXTWy- 5 ->f »Jt=>] ft@&2 0 
3mg50 I 2-7;; y + A, f 'J > 0. 0 4 5 m 1 H»J 
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1 1 tm®0ljm[Z£t), (Z) -4' - [ U, 4-i>7A,*a 
-5 - [N- ^l/'^^M^U >3 -2 

. 3, 4, 5-f h7t Kn- 1 H - 1 —^y XT -tf fcf > — 1 — ( J\/ 
] -2 - OXT-UKttft 

'H-NMR (5ppm in DMS 0- d , , TMS 
2.2 7 (3H, s) , 2.3 8 ( 1 H, m) , 2.6 7 ( 1 H, m) , 
a0 7 (1H, m) , 4.6 5 ( 2 H, m) , 4.8 7 ( 1 H, m) , 

6. 6 3 ( 1 H, s ) , 6. 7 7 ( 1 H. m) , 7. 0 3 ( 2 H, m) , 

7. 1 0 - 7. 2 0 (ff 3 H) . 7. 2 4 - 7. 3 4 (If 3 H) , 7.3 5- 

7. 5 9 (tf 7 H) , 7. 7 5 ( 2 H, m) , 8. 3 0 ( 1 H, m) , 

8. 7 5 ( 1 H, m) , 9. 1 7 ( 1 H, m) , 1 0. 3 3 ( 1 H, s ) 
MS (E I) : 6 4 2 (M + ) 

(mmm 1 9 ) 

(Z) - [4, 4-i?7)l>*a- 1 - [4- [2- (3-*?Jl 
'ty/JA/T $ J ] - 2, 3, 4, 5 -x 

h5 t Ka- 1 H- 1 -'OXTt'ev- 5 -*f 'JfV] ^2 1 
0mgRD*N-yf-^tf^5^>0. 0 5 5 ml H»i 1 1 

fcHI«©#8si::J:*K (Z)-4'-[[4, 4-^7;l/*o-5 
- (4 -yf-^fcr^y-AO *;^^f;Mfl/> - 2, 3, 4, 
5-fh7t Kn- 1 H- 1 -OXT-t? f>- 1 -^H J^U** 
->U] - 2 - (3-yf;l/7x-;i/) ^>XT-iJ Ki&ifc&l 4 0 

'H-NMR ((5 p pm in DMSO-de, TMSf^SP^^): 
2. 2 1 ( 3 H, s ) , 2. 4 5 ( 2 H, m) , 2. 8 3 ( 3 H, s ) , 
2. 8 4 - 3. 2 0 (If 4 H) , 3. 3 8 - 3. 6 9 (If 3 H) , 4. 1 0 
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( 1 H, m) . 4. 4 4 ( 1 H, m) , 4. 8 6 ( 1 H, m) . 6. 7 7 
( 1 H, s ) , 6. 8 2 ( 1 H, m) , 7. 0 1 ( 2 H. m) . 7. 0 9 
( 1 H, m) , 7. 1 9 ( 4 H. m) . 7. 2 6 - 7. 4 1 ( 3 H, m) , 

7. 4 5 ( 2 H, m) , 7. 5 0 - 7. 6 0 ( 3 H, m) . 1 0. 3 4 (1 

H, m) , 1 0. 7 1 ( 1 H. m) 

MS (EI) : 6 3 4 (M* ) 

mmmz o) 

(Z) - [1- [4- [2- (4-yf;b7i-i) OVJJl 
TiJ] *C:/7-OH -4, 4 -i^U^n- 2. 3, 4. 5-x 
h7hFo-lH- l -^>XT-tfb*>- 5 --f 'Jf>] ftBfxf- 
;b2 0 0 mg^4 0«yW; >£6 0 %t Z J -J\<b<DmGfe 
&5m U^SO* CT 2 Lfc,, 

n^UAt^y (4 0:1, v/v) T'fetii 
(Z) -4' - [ [4, 4-5>7**o-5- (N- 
*-OMf-l/» -2. 3, 4, 5-f F7tFo-lH-l-< 
>XT-tr*e>- 1 *;t/^-;P] -2 - (4-^f;l7x- 

A/) OXT-'J Kl 5 Omg^llfco 

•H-NMR («5ppm in DMSO- d. . TMSflSBS?*): 
2.2 7 (3H, s). 2.3 5 ( 2 H, m) , 2.6 4 ( 3 H, d) , 
3. 0 0 ( 1 H, m) , 4. 9 0 (1H, m) , 6. 4 8 ( 1 H, s ) , 
6. 7 5 ( 1 H, d ) , 7. 0 3 ( 1 H, d ) , 7. 1 2 ( 2 H, d ) , 
7.2 0 -7.6 0 (IH 1H) , 8. 2 3 ( 1 H. d ) , 1 0. 3 0 ( 1 
H. s) 

MS (FAB) : 5 6 6 (M + + 1 ) 

mmm 2 1 ) 



7 4 



WO 95/06035 



PCT/JP94/01409 



(E) - [1- [4 - [2 - (4 -^f;^i-;l/) O'/JJl 
7; **>7-f*] - 4, 4 -^7;l/*o- 2, 3, 4, 5 -x 
h7k Ko- 1 H- 1 -^>XT-b*f>-5->r Ux>] ft^xf- 

^2 o omg^ajnii^ttT^ mmm2 o im§©^&£ffl^T, 

(E) -4' - [ [4. 4-i?7)l*a-5 - (N- /?Jlt>)W< 
^JJls/TJl) -2, 3, 4, 5-f h7bKo-lH-l-<> 

ZT-e e>- i ->r;u] 77;!/^-^] -2 - (4 -yf-;U7x-;u) 

'OXT-'J Kl 8 0mg£Wc o 
MA : 2 5 6 - 2 5 8' C 
'H-NMR (6 p pm in DMS 0- d . , TMSflSBS*) 

2. 2 8 ( 3 H, s ) , 2. 4 0 ( 2 H, m) , 2. 6 2 ( 3 H, d ) , 

3. 0 6 ( 1 H, m) , 4. 8 2 ( 1 H, m) , 6. 6 8 ( 1 H, s ) , 

6. 7 1 ( 1 H, d ) . 7. 1 0 - 7. 6 0 («■ 1 5 H) , 8. 4 1 ( 1 H. 
d) , 1 0. 2 9 ( 1 H, s) 
MS (FAB) : 5 6 & (M + + 1 ) 
(*ffifll2 2) 

6 0 %7fcMfci~ b D "7 A 7 OmgOf h?t Kn 7 5 2 
Omli:, ##T\ i/TJ y f-;i/***:/Bfc2>x?-;K). 2 8m 1 £ 
fiP^. 3 O^JiffLfco SE&&K4 ' - [ (4, 4-iS7Jl*n- 
5-**7-2, 3, 4, 5-fh7kKD-lH-l -OXT 
-tff>- 1 ->f;i/] *;i/^x;u] -2 - (4-yf^7x^) ^ 
>XTxij K2 2 Omg£ftl;t> *»T8UB, fcl^TSfiT IN? 

/Co ft»xf-;i>M*i&ft£tt7k£Tife#U «E*»»v^*5/^^ 

7^-i:^SU n-^ifVtl^x^^irOS^tH^^i* 
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«ttT-4 : lfr£3 : llCfcflsStftta* LT, *©&tti$J: 

acf (E) -4' - C yf-u>-4, 

-2, 3. 4, 5-f f7t Ko- 1 H- 1 -^>XT-tfh°>- 1 
-4)1) -2 - (4->f/b7x^;l/) 'OXr^'J 

K 1 0 0mg^#/:o 
<t&®>2 2 (a) 

(Z) # 

St * : 1 3 3 - 1 3 5 ° C 

■H-NMR (fippm in CDC1 3 , TMSW8MW0 : 
2. 3 6 ( 3 H, s ) , 2. 5 0 ( 2 H, m) . 3. 2 5 ( 1 H, m) , 
5. 0 5 ( 1 H, m) , 5. 7 9 ( 1 H, s ) , 6. 7 2 ( 1 H, d ) , 
6.9 0 - 7.6 0 (IH4H), 7.74 ( 1 H, d) 
MS (FAB) : 5 3 4 (M + + 1 ) 
<t&®2 2 (b) 

(E) * 

m* : 202-205° C 
'H-NMR (5 p pm in C D C 1 , . TMS : 
2. 3 4 ( 3 H, s ) , 2. 5 0 ( 2 H, m) , 3. 2 5 ( 1 H, m) , 
5. 0 5 ( 1 H, m) , 6. 2 0 ( 1 H, s ) . 6. 7 5 ( 1 H. d ) , 
7. 0 -7. 6 (fM 4H) , 7. 7 4 ( 1 H, d) 
MS (FAB) : 5 3 4 (M + + 1 ) 

mmm 23) 

(Z) - [4, 4-^7^^-o-l- [4- (2-7x-;K> 
'/<0\,7U) -2, 3, 4, 5-fh7tKa-l 

H- 1 -*>XTW>- 5 >Jf>] HK2 5 OmgStfl - 
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h Ko + $/«*>*/h »J7'/-A7 5mg»^f l/> 1 OmlS 
0'T-t?h-h'J;l/5ml rJ«U *#T1 -xf-;l/-3- (>M 

^^N-ifAb^7^>0. 0 8 8ml &mx-£1&iZT-&MW 

(9 7:3, v/v) ^ffig|5«J:<9iSISIigS2 9 3 

^»«*x^y-^-^xf-^x— r^&HieflU (Z) - 4' 

- [ [5- [ ( 4 -xf;b- 1 - t'^iJ-Jl) ftJltf-Jl/ri' 
>] -4, 4-^7*tn-2, 3, 4, 5-fh7tKn-lH 

- 1 -'OXT-tf f>- 1 ->fJl1 JiJltf-h] -2-7x-;K 
>X7- 'J Ktttttt 2 2 1 m g £f#/c 0 

H£ : 1 8 9 - 1 9 1 °C 
'H-NMR (5ppm in DMSO-di , TMSrtWi*): 
1.2 7 (3H, t), 2.4 1 (2H, m) , 2.7 8 - 3.3 0 (ft 6 
H) . 3. 5 2 ( 2 H, m) , 3. 6 4 ( 1 H, m) , 4. 1 0 ( 1 H, 
m) , 4. 4 6 ( 1 H, m) , 4. 8 6 ( 1 H, m) . 6. 7 7 ( 1 H, 
s ) , 6. 8 2 ( 1 H, m) . 7. 0 1 ( 2 H. m) . 7. 2 0 ( 1 H, 
m) , 7.24-7.41 (ft8H). 7.43-7.51 (ft2H), 
7. 5 2 - 7. 5 8 (ft 3 H) , 1 0. 3 4 ( 1 H. s ) , 1 1. 1 5 ( 1 
H, m) 

MS (FAB) : 6 3 5 (M + + 1 ) 

mmm 2 4 ) 
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(Z) - [4, 4-^7-^*0-1- [4- (2-7i-M> 

•/^y^y) ^>y>r;i/] -2, 3. 4, 5-fh7kKo-i 

H- 1 -OXT-trt';/- 5 ->f Sfc&2 5 OmgM 1 - 

t KD+i/^V/ h UT'/-;l/7 5mg^^ty^l/> 1 Om 1 & 
O'T-fc h-h 'J^5m ld&PU tK&TI -x^-3- (9* 

^l^N-^f^t^b^^^VO. 0 8 8 ml £ijn;tg&KT-£ 

Jfftbfco SM(ci^*^l:^h'J^A7KM€-in^, ^no 

a*)lA-/?J-Jl, (90:10, v/v) 

2 4 0mg£#fco ^l^T'*a n D ^y ^y-;Kl|§PU 4 

n^ntznm-z-z j -)\>- : J^?-)i3--7-)izm^ cz) - 4' 

-[[4. 4-^7Ato-5 - [ 4--7T"tf 
t'>- 1 -^lO ft^#x;M^l/>] - 2, 3, 4, 5-fF7 
k K o - l H - 1 -'OXT-tff >- l ->r;b] *;u^x;H - 2 
-7x;;K>X7-'J Ktt&%2 2 2mg£fcfeJfcjeJBH(*fc L 

jtmfrVrm (C 38 H 3 eN40»F 2 • HC 1 • 0.4H 2 O) 
C% HH N% C\% F% 
ffgit 67.28 5.62 8.26 5.23 5.60 
$Btt 67.27 5.55 8.32 5.36 5.59 
'H-NMR (<5ppm in DMS 0 - d , . TMSfigB$l*£): 
2.0 5 -2.3 4 (fh2H). 2.35-255 (tf2H), 2.79 
(3H, s), 2.9 2 -4.0 8 (ff9H), 4.86 ( 1 H. m) . 
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6. 7 4 - 6. 8 9 (ff2 H) , 7. 0 1 ( 2 H, m) , 7. 1 9 ( 1 H. 
m) , 7. 2 5-7. 4 1 (ff8H) . 7. 4 2 - 7. 5 2 (It 2 H) , 

7. 5 3 - 7. 6 0 OH- 3 H) . 1 0. 3 5 ( 1 H, s), 1 0. 8 4 ( 1 
H, m) 

MS (FAB) : 6 3 5 (M + + 1 ) 

(nmm 2 5 ) 

(Z) - [4, 4-i?7Jl*a- 1 - [4- (2-7x-M> 
*/-f;UT ^ J ) *C>*/-f*] - 2, 3, 4, 5-fF7hKo-l 
H- 1 -^>XT-lfh 0 >-5-^'Jx>] Sfc&2 5 OmgXtfl - 
t Kn*W;hiJT'/-A7 5mg£&fb/^U> 1 0ml & 
tfT-fe h- 1> 'JA5m 1 K»ffU -xf;i/- 3 - (vM 

f^Tiy^nh^) #;l/;}?i>>f * 1 0 ImgZmz-tzo 

ftl^N, N-^yf-;l/Xf-U>i?T ;>0. 0 7 4 ml £il!;tM 
KT-««#Lfc 0 SMC 1 MfefrWUti- b 'J ^ A7k*«*iD^ 

?DDt>^-^;-A (9 4:6, v/v) «t 

£2 6 lmg»o »rt*T#S£./ ^y-;KC»»U 4££i£ 

(Z) -4' - [ [4, 4-$>:7;M-a- 5- [ [N- (2-i?> 
f^7;;xfA) *;Mt>f^] /fu>] -2, 3, 4, 5- 

fb7k Kd- i h- 1 -OXT-tftrv- l ->r;U] 
-2-7i-M>X7-iJ KigHig2 0 0 m g 

'H-NMR (<5ppm in DMS 0 - d , , TMS : 
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2. 3 9 ( I H, m) , 2. 6 5 ( 1 H, m) , 2. 8 1 ( 6 H, s ) , 

3. 0 9 ( 1 H, m) , 3. 1 6 ( 2 H, m) , 3. 4 9 ( 2 H, m) . 

4. 8 8 ( 1 H, m) , 6. 5 3 ( 1 H, s ) . 6. 7 7 ( 1 H, m) , 
7. 0 2 ( 2 H, m) , 7. 1 7 ( 1 H, m) , 7. 2 4 - 7. 4 1 (If 9 
H) , 7.42-7.51 (tf2H). 7.5 2 - 7. 6 0 (ff2H), 
8.6 0 OH, t), 9. 9 9 (1H. m), 10.31 ( 1 H, s) 
MS (FAB) : 6 0 9 (M + + 1 ) 

ammm 2 6 ) 

(Z) - [4, 4-^7^^o-i- [4- (2-7 x-;K> 
*J4)lTl y) 'OW;!/] - 2, 3, 4, 5-rh5tKo-l 
H- 1 >Jf>] PH82 5 OmgRtfN- 

^>^;l/h*^5^>0. 0 9 7ml £BH\ Htt«92 3 ^RttOftf^ 
©ttT-bh— hiJ4/-x-f-^6R||fi*fri^ (Z) - 4' - 

[ [5 - [ (4 -"OS**- l -k*^-7^;iO fc^tf^M^U 
>] -4, 4-^7;U^D-2. 3. 4, 5-f F7tFn-lH 
- 1 -^>XT-tff>- 1 -4)1] - 2-7x-;K 

>XT->J Ktt»82 0 OmgW:, 
M.& : 1 6 4 - 1 6 9 °C 

'H-NMR (6 p pm in DMSO- d e . TMSflSSii^): 
2. 4 1 (2H, m) , 2.8 4 - 3. 2 5 (fM H) , 3. 3 0 - 3. 4 6 

(H-2H), 3.6 3 (1H, m) , 4.0 2 ( 1 H, m) , 4.33- 
4. 5 1 ( 3 H, m) , 4. 8 7 ( 1 H, m) . 6. 7 6 ( 1 H, s ) , 

6. 8 1 ( 1 H, m) , 7. 0 0 ( 2 H, m) , 7. 1 9 ( 1 H, m) , 

7. 2 4 - 7. 4 1 (U- 8 H) . 7. 4 2 - 7. 7 7 (If 1 0 H) , 1 0. 3 
3 ( 1 H. s) , 1 1. 1 9 ( 1 H, m) 

MS (FAB) : 6 9 7 (M + + 1 ) 
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ammmz d 

(Z) - [4, 4 -*J7A,*o- 1 - [4- (2-7i-;K> 
W;UT iJ) Ky/JA,] - 2, 3, 4, 5-fh7tFo-l 
H- 1 -^yXT-fc? £>- 5 ->f 'Jf>] gfc&2 5 OmgSO'N, 
N-S^f"*- 1 , 3 -Zfas<yi?T ;>0. 0 8 9ml H 

»m 4 fcra*©»ft£m* cz) - 4' - c u> 4-^7;^ 

0-5- [ [N- (Z-i?/1-)lTi Jfah')l) 
y^U>]-2, 3, 4, 5 - f h5t Ko - 1 H - 1 - / <> XT 
-tftf>- 1 fjfrtf^Jl] - 2 -7x-^>XT-iJ K£ 

iS2 4 5mg t tT#/co 

'H-NMR (dppm in DMS 0 - d , . TMSrtSBil*): 
1. 8 1 - 1. 9 2 (If 2 H) , 2. 3 9 ( 1 H, m) , 2,67 ( 1 H. 
m) . 2.7 3 (6H, s), 2.9 6 - 3.3 0 (ff5H), 4. 8 8 

( 1 H, m) , 6. 5 2 ( 1 H, s ) , 6. 7 6 ( 1 H, m) , 7. 0 2 

( 2 H, m) , 7. 1 2 - 7. 4 1 (If 9 H) , 7. 4 2 - 7. 5 1 (If 3 
H) , 7. 5 2 - 7. 6 0 (If 2 H) , 8. 5 1 ( 1 H, t ) , 1 0. 3 2 

( 1 H, s) , 1 0. 5 9 ( 1 H, m) 
MS (FAB) : 6 2 3 (M + + 1 ) 

(mmm2 8) 

(Z) - [4, 4-^7^*0-1- [4- (2-7x-;K> 
TV )IT I J ) O TV - 2 , 3, 4, 5-fh7tKa-l 
H- 1 -^>XT-fcf h°>- 5 ->T Ut 2 ^] 11^2 2 Omg&tf** 
h'^<7^> 2 0 5mg*fflK H»J 2 4 fcH«©»fiF**T^ (Z) 

- 4 ' - [ [5 - [ ( 1, 4 -*JTW>- 1 -4Jl>) 

-4. 4 -S>7;U*n- 2, 3, 4, 5-fh7tKn 

- 1 H- 1 -^>XT-tf h*>- l 77;i/^-;u] - 2 - 7 x 
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'H-NMR (dppm in DMS 0- d , . TMSrafi¥): 
1. 9 7 - 2. 1 0 (It 2 H) , 2. 4 1 ( 2 H. m) , 3. 1 6 ( 5 H, 
m) . 3. 5 0 - 3. 9 2 (If 5 H) , 4. 8 7 ( 1 H, m) , 6. 7 6 - 
6.8 6 (ff-2H), 7.0 1 (2H, m) . 7.2 0 ( 1 H, m) , 
7.24-7.41 (H-8H), 7.43-7.61 (tf5H), 8.96 

( 1 H, m) . 1 0. 3 4 ( 1 H. s) 
MS (FAB) : 6 2 1 (M + + 1 ) 

mmm2 9) 

2- £AM4 2 7mg> a^tfU^* 

a 'J KO. 2 3 3ml SO' (Z) - [1 - (4-7;;^^^^) 
-4, 4 -i>7;l/*o- 2, 3, 4, 5-f F7hFn-lH-l 
-^>XT-fcft°>- Si^ 5^1/5 0 Omg^fflK 

##«8 tW«©HflPHJ:e), (Z) - [4, 4-5>7**n- l 
- [4 - [2 - (2-yf;b7x^) ^>7-f*] 7;;] O 
*/^-2, 3, 4. 5-f h5t Kn- 1 H- 1 -'OXT-tfe , 
>- 5 -f >Jf>] 6 0 3mg^: 0 

'H-NMR (5 p pm in CDC 1 3 . TMSftpBH^) : 
2.0 6 (3H, s), 2.2 7 -2.7 5 (fUH), 3.24 ( 1 H, 
m) . 3. 8 3 ( 3 H. s ) , 5. 0 1 ( 1 H. m) , 6. 1 7 ( 1 H. 
s) . 6.6 5 (1H, m) , 6.8 4 ( 2 H, d) , 6.9 9 ( 2 H, 
d) , 7. 0 7 ( 1 H, t ) , 7. 0 9 ( 1 H, s ) , 7. 2 0 - 7. 3 9 
(If- 7 H) , 7. 5 0 ( 1 H, t ) , 7. 5 6 ( 1 H. t ) , 8. 0 7 
(1 H, d) 

MS (FAB) : 5 6 7 (M + + 1 ) 

(mmm 3 0 ) 
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(Z) - [1- (4 -7 1 Jl) -4, 4-^7;l/^-n 

-2. 3, 4, 5-f h5t K°- 1 H- 1 -^>X7-tfb'>- 5 
--f'Jf^ 0 Omgfccktf h 'JiW; >0. 3 7 

3ml ^{byf-U>5m 1 fc*»U ^T2-^^^>'/>f 
;l/^o«J KO. 2 1 Oml*»TU Sfii:t2*IBHfflfc. i&ffi 

**><»&4»m (1:1, v/v) ?»ffiU (Z) - [4, 4 
-^7;l/*n- 1 - [4 - (2 -yf-Ar* 7; y ] 
V^;U-2. 3, 4, &-f h5t Kd- 1 H- 1 -'OXT-trt? 
>- 5 -4 ';r>3 5 1 mg£#7to 

5£*^«ftt (C 28 H 2 4N 2 04F 2 ) 

C*> H% N*> ?% 

68.56 4.93 5.71 7.75 
Hifclfi 68.33 4.95 5.71 7.73 
'H-NMR (<5ppm in CDC1 3 . TMS^SBIf) : 
2.0 2 -2.8 2 (H-2H), 2.47 ( 3 H, s), 3.21 ( 1 H, 
m) . 3. 8 3 ( 3 H, s ) . 5. 0 6 ( 1 H, m) , 6. 2 1 ( 1 H, 
s ) , 6. 7 3 ( 1 H, d ) , 7. 1 2 - 7. 5 0 <IH 2 H) 
MS (EI) : 4 9 0 (NT) 

mmm 3 1 ) 

(Z) - [1- (4-7;M>^;l.) -4. 4-i?7)l*a 
-2, 3, 4, 5-f h7 t Kd - 1 H- 1 XT -tf fc* > — 5 

--f 'J t=>] ft»/f-*5 0 0 mgfeJ;D ! 2-^ h*5"*>*/-f * 
?diJ K0.2 1 0ml &ffll'£ffi0l|3 0 iE»©«flFKJ: 0 (Z) 



8 3 



WO 95/06035 



PCT/JP94/01409 



- [4, 1 - [4- (2-n*^>7^;l/) 

7;;] 07-f;l/-2, 3, 4, 5-f F7hKn- 1H-1- 
'OXT-fe*fcf>- 5 --f 'Jr>3 Bfc®/^ ;U6 4 4ragWwo 

•H-NMR (<5ppm in CD C 1 . . TMSrt»«*) : 
2.2 6 -2.8 4 (ff2H), 3.26 ( 1 H, m) , 3.83 ( 3 H, 
s ) , 4. 0 3 ( 3 H, s ) . 5. 0 3 ( 1 H, m) , 6. 2 1 ( 1 H. 
s ) , 6. 7 3 ( 1 H. m) . 7. 0 2 ( 1 H, d ) , 7. 0 9 - 7: 2 8 

(H-5H) , 7. 3 7 (1H, d) , 7. 5 0 ( 3 H, m) , 8. 2 3 

( 1 H, m) , 9. 8 4 ( 1 H. m) 
MS (EI) : 5 0 6 (M + + 1 ) 

(mmm 3 2 ) 

(Z) - [1- (4-7iM>7'f^) -4, 4-^7^^-n 
-2, 3, 4, 5-f-hvt K a - 1 H - 1 - y OXy-tfb*>-5 
- << 'J-r>] ft»^f-^ 5 0 0mg£<fct>*2 -x b*i/&&W& 
2 4 5mg*fflV^#*«l8 fcffifcfcl/C (Z) - [1 - [4- (2 
-x^ + i/'O^^ T^y] OW^-4, 4-^7;l/^-n 
-2, 3. 4, 5-f h7t Ko- 1 H- 1 -'OXT-tr t*>- 5 

'H-NMR (5 p pm in CDC1, . TMSflSJSifc) : 
1.61 (3H, t), 2.32-2.82 (ff 2 H), 3.24 (1H, 
m) , 3.8 4 (3H, s). 4.2 6 (2H, q) , 5.0 3 ( 1 H, 
m) , 6. 2 2 ( 1 H, s ) , 6. 7 3 ( 1 H, m) , 7. 0 2 ( 1 H, 
d ) , 7. 0 6 - 7. 1 8 m 4 H) , 7. 2 4 ( 1 H, t ) , 7. 3 7 

( 1 H, d ) , 7. 4 7 ( 3 H, m) , 8. 2 4 ( 1 H, m) , 1 0. 1 
2 ( 1 H, m) 

MS (E I) : 5 2 1 (M*+ 1 ) 
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cmmms 3) 

(Z) - [1- (4-T~ J<y>f4)\,) -A, 4-i>7J\,*o 
-2, 3, 4, 5 -Thy t Kd- 1 H- 1 -^>XT-te?t'>- 5 
U x>] ft»yf-;P5 0 Omgfc^tf 2 ->f vya^+i/^I 
S&2 6 4mg£ffll,>##0!l8 tH*CLT (Z) - [4, 4-^ 
7)\,*a- 1 - [4 - (2--f , ;7D#*^> , /'fA) 7U] 
"S>*/-f*-2. 3, 4, 5 -x h 5 t Kd- 1 H- 1 -<yXT 
-tff>- 5 ->f >Jx>] ft»^f-^ 6 9 3mg£f#7£ 0 

'H-NMR (<5 p pm in CDC1 3 . TMSflMf*) : 
1.5 0 (6H, d) , 2.3 5 -2.8 2 (tt2H), 3.23 (1H, 
m) . 3. 8 4 (3H, s ) , 4. 8 2 ( 1 H, m) , 5. 0 7 ( 1 H. 
m) , 6.22 (1H, s ) , 6. 7 3 ( 1 H, m) , 7. 0 0 ( 1 H, 
d ) , 7. 0 8 - 7. 1 8 <tM H) . 7. 2 4 ( 1 H, t ) . 7. 3 8 

( 1 H, d ) . 7. 4 7 ( 3 H, m) . 8. 2 4 ( 1 H, m) , 1 0. 2 
5 (1H. m) 

MS (FAB) : 5 2 1 (M* + 1 ) 

mmm 3 4 ) 

(Z) - [1- (4-7;;a;>^;i,) -4, 4-*J7J\,*a 
-2, 3, 4, 5 -7- h^t Kn- 1 H- 1 -lyXTMVy- 5 
- «< 'Jf>] 6 0 0mg*>itJ ! 3-y h + ^OV-T^ 

^oij ko. 2 3 %m\zm^mmmz otmrnizix cz> - [4, 

4 -?7A,*a- 1 - [4 - (3->h*-M>^A) T $ y ] 
2, 3, 4, 5-fh7hFa-lH-l-OX7 

'H-NMR (<5 p pm in CDC 1 3 . TMSr*3§fHI*£) : 
2.3 0 - 2.8 2 (ff-2H), 3.26 ( 1 H, m) , 3.84 ( 3 H, 
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s), 3.8 5 (3H, s), 5.0 5 ( 1 H, m) , 6.2 1 (1H, 
s ) , 6. 7 2 ( 1 H, m) , 7. 0 2 ( 1 H, d ) , 7. 0 6 - 7. 1 9 
(tf4H) , 7. 2 4 (1 H, t) , 7/3 1 -7.4 0 (ff"4H) , 
7. 4 6 (2H, d) , 8. 8 5 ( 1 H. s) 
MS (FAB) : 5 0 6 (M + + 1 ) 

cmmmz 5) 

(Z) - [l- (4-r$y<y/-f;iO -4, 4-^7;l/*o 
-2, 3, 4, 5-f h5t K o - 1 H - 1 -O XT -tr b° > - 5 
--f Ux>] SS^fJK 0 0mgfc<i:CK2-^na^> , /-<;l/^ 
a >; KO. 2 1 4 m 1 £fflt^fliS0J3 0 tHO&Kl/T (Z) - [1 - 

[4- (2-?dd/<>^;1) 7;;] ^>*/>T^-4, 4->* 
7WD-2, 3, 4, 5 -x h? t Ko- 1 H- 1 -'OXT-tf 
hf>- 5 ->T >Jf>] ft»yf-^8 2 OmgW:, 

'H-NMR (5ppm in CDC1 3 . TMS : 
2.2 7 -2.8 2 (ff-2H), a26 ( 1 H, m) . 3.83 ( 3 H. 
s), 5.0 4 (1H, m) , 6.2 1 ( 1 H, s). 6.7 3 ( 1 H, 
m) , 7. 1 0 - 7. 2 0 (ff* 3 H) . 7. 2 6 (1H, t ) , 7. 3 4 - 
7. 5 0 OH-6H) , 7. 7 2 ( 1 H, d) . 7. 9 8 ( 1 H, s) 
MS (E I ) : 5 1 0, 5 12 (M + ) 

(Z) - [1- (4-7;;^>7>f^) -4, 4-^7^to 
-2, 3, 4. 5 -7- Yv t Ko - 1 H- 1 -^>XT-tf f>- 5 
- -f 'Jf>] ft»^f-;U6 0 Omgfc^CfS-^oDO^;^ 
d'J K0. 2 1 4ml£ffll^H»J3 0 tffimizLT (Z) - [1 - 
[4- (3-?dd'<>^;1) T^y] ^>'/>f;l/-4, 4-v> 
7^*a-2, 3, 4, 5-fh7tKo-lH-l-^>X7t' 
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'H-NMR.(5ppm in CDCla. TMSMMWO : 
2.2 7 -2.8 2 (H-2H). 3.26 (1H, m) , 3.84 ( 3 H, 
s ) , 5. 0 6 ( 1 H, m) , 6. 2 1 ( 1 H, s ) , 6. 7 1 ( 1 H. 
m) , 7. 0 7 - 7. 1 7 (ff 3 H) , 7. 2 4 ( 1 H, t ) , 7. 3 6 - 
7.4 7 0H-4H) . 7. 7 1 ( 1 H, d) , 7. 8 2 ( 1 H, s) , 
7. 9 4 ( 1 H, s ) 

MS (EI) : 5 1 0, 5 12 (M + ) 

(mmm 3 7 ) 

(Z) - [1- (4-7SM>'/-fA) -4, 4-^7^^-p 
-2, 3, 4. 5 - f h7h Ko - 1 H - 1 -'OXTt'fV - 5 

uf >] i»yfAio o g*><ktf2--hn£A*»o. 2 1 
4m i tmmzvx cz) - [4, 4-^7^^-n 

- [1 - [4- (2--hn/<>^^) 7;;] ^>'/>f;b-2, 
3, 4, 5-f h7t F'd - 1 H- 1 -^OXTHf h*>- 5 — f U 

'H-NMR (dppm in CDC1, -DMSO-d 6 . 
TMSftOTUSO : 

2.2 5 -2.8 2' (H- 2 H) , 3.2 4 ( 1 H, m) , 3.8 3 ( 3 H. 
s ) , 5. 0 4 ( 1 H, m) , 6. 2 4 ( 1 H, s ) , 6. 7 5 ( 1 H, 
m) , 7. 1 0 - 7. 2 0 m 3 H) , 7. 1 4 ( 1 H, t ) , 7. 3 8 
( 1 H, m) , 7. 5 2 (2H, d) , 7. 5 7 - 7. 6 7 <ft2H) , 
7.7 2 (1H, t), 8.0 8 (1H, d) , 10.09 ( 1 H, s) 
MS (FAB) : 5 2 2 (M + + 1 ) 

ammm 3 8) 

(Z) - [4, A-^yJlta- [1- [4- (2--ho<> 
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W )l>) 7 i J] ^ > '/-Ob — 2 1 3, 4, 5-f b7tKD-l 

H- i t*>- 5 ->r »Jx>] R»yf-;u4. o o g£ifc 

&xf-^ 10 0ml dMU ^-tgfb^X-TK^Dt) 1 0. 4 g£5D 

fc^i*t7>f n&H^xatau *tt^«Lyio wtsi^n 

^y-^-^x^;l/x-r^Tig B H Bffct (Z) - [1- [4 --(2 

-r * y ^>-/>r;i/) t ^ J ] ^//-f/h 4, 4 -^7;i>;*-o- 

2, 3, 4, 5 -r t Kn- l H- 1 -'OXT-tf h*>- 5 - 

'H-NMR (dppm in DMSO-de. TMSflSBS*) : 
2. 3 9 - 2. 5 6 (th 2 H) , 3. 1 2 ( 1 H, m) , 3. 7 6 ( 3 H, 
s ) , 4. 8 7 ( 1 H, m) , 6. 2 8 ( 2 H, s ) , 6. 5 6 ( 1 H, 
t ) , 6. 7 3 ( 1 H, d ) , 6. 7 6 ( 1 H, s ) , 6. 8 5 ( 1 H, 
m) , 7. 0 5 ( 2 H, d ) , 7. 1 7 - 7. 2 3 (If 2 H) , 7. 3 1 

(1 H, t) , 7. 4 1 (1H, d) , 7. 5 3 -7. 6 2 (If 3 H) , 

1 0. 0 9 ( 1 H, s ) 

MS (FAB) : 4 9 2 (M + + 1 ) 

mmrns 9) 

(Z) - Cl- [4- (2-7;M//a)7;;]^/ 
-f;U-4, 4 ->*7^*o- 2, 3, 4, 5 -x h 7 t Kn - 1 H 
- 1 -^>XT4f h*>- 5 --f 'J-r>] ft»^f-;n. 1 0 g*mk 
10ml Kig|$?LT-tr hx;l,r-tr hi/5 1 1 m g £Jjnx. 2 lOTM 
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J-A, (9 7:3, v/v) iz «fc <9 «ffl Lfcffc£fc*ftS*x*;l/& 
tf'V^VKTlSfiffcU (Z) - [4. 4-S?7;U*n- 1 - 
[4 - [2- (2, 5 -^y^;l/h°D-;l/- l ->r;l>] 
7U] <>7>f;l.-2, 3, 4, 5-f h7h Kd - 1 H - 1 - 

'H-NMR (5ppm in CDCh. TMSWf) : 

2.2 8 -2.8 0 (ff2H), 3.2 2 ( 1 H. m) , 3.8 3 ( 3 H, 
s ) , 5. 0 2 ( 1 H, m) , 6. 2 0 ( 1 H, s ) , 6. 7 0 (1H, 
m) , 7.0 8-7. 1 6 (tt3H) , 7. 2 4 - 7. 3 1 (tt3H) , 

7.3 8 (1H, d) . 7.4 4 ( 1 H, d) , 7.5 7 - 7.6 6 (tf*2 
H) , 7. 8 2 ( 1 H, m) , 8. 0 9 ( 1 H, s ) , 8. 2 0 ( 1 H, 
s ) , 8. 3 4 ( 1 H, s ) 

MS (E I) : 5 6 9 (M*) 

cmmm 4 0 ) 

(Z) - CI - (4 -7; Js<yV4Jlr) -4, 4-S>:7**-n 
-2, 3, 4, 5-fh7hFD-lH-l-'<>X7t*e>-5 
--f'Jfy] Ki^f;H4 8mgfcJ:tf2- (1H-1, 2, 4 
- h UTV-;U- 1 --OlO $MI5 3 Omg£ffll^#%0>J8 t 
H»i:LT (Z) - [4, 4-^7^*0- 1 - [4 - [2 - (1 
H-l, 2, 4-h'JT , /-^-l->f;l/) 7;;] ^ 

>7*>f>l>-2, 3, 4, 5 -x h5b Ko- l H- 1 -OXTif 
t°y- 5-4 >jfv] ft»yf-;n. 2 3g» 

'H-NMR (5 p pm in CDC1 3 . : 
1.9 7 (6H, m) , 2.2 8 - 2.8 0 (U-2H), &22 ( 1 H, 
m) , 3.8 3 (3H, s), 5.0 4 ( 1 H, m) , 6.0 8 (2H, 
s ) , 6. 2 0 ( 1 H, s ) . 6. 6 4 - 6. 7 4 (ff- 2 H) , 6. 9 6 - 
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7. 3 0 (ff7H) , 7. 3 7 ( 1 H, d) , 7. 5 6 - 7. 6 8 (ff2H) , 

8. 3 7 ( 1 H, d) 

MS (FAB) : 5 4 4 (M + + 1 ) 

(.nmm 4 1 ) 

2- ( 1 5 1 -- f*) £H§1&2 2 2mg, 1 

- 1 Ya^ri/Kyvv yy/-;n 6 Omg^Myf U>1 0 

fjA,# 9 J4 I FSSIK2 2 7mgO*{kyf-l/>*jft 1 Oml^S 
TU:» &lr**C (Z) - [ 1 - (4 -T ISO*/* Jl) -4,4 
->?7;I/^d-2, 3, 4, 5-f h7b K a - 1 H - 1 -OX 
T-t? h*>- 5 ->T 'J-r>] I^^e y ^ ^ 4 0 0 m g *JPiafiKT 3 

^DDtJ^-^>-^'(9 5 : 5, v/v) ^mSB J: 0 (Z) 

- [4, 4-^7^*0-1- [4- [2- (lH-f;y7-A 

- i -ui) ^>'/>fA] r s y] ^>7-r->u- 2, 3, 4, 5- 

fhn Ka- 1 H- 1 -OXT-tf h*>- 5 >Jf>] 
f-;U2 7 Omg^lfco 

'H-NMR (ffppm in CDC1 3 . TMSflSBSI*) : 
2. 2 8 -2. 8 2 (H-2H) , 3. 2 2 ( 1 H, m) . 3. 8 3 (3H, 
s ) , 5. 0 3 ( 1 H, m) , 6. 2 0 ( 1 H, s ) . 6. 6 9 ( 1 H, 
m) . 7. 0 3 - 7. 4 1 (ft 1 1 H) , 7. 5 3 - 7. 6 4 (ft 2 H) , 
7. 6 6 (1H, s) , 7. 8 3 ( 1 H, d) 
MS (FAB) : 5 4 3 (M + + 1 ) 

cmmmA 2) 
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(Z) - CI- (4 -T5 ^//-fA) -4. 4-i>!7;M-a 
-2. 3, 4, 5-fh7 t Kn- 1 H- 1 -^>XT-tr h'>- 5 
->f 'Jf» ftlMf-*4. 3 1 g> 2- (2-x^;U- 1H--T; 

l -- ou) o g*«(r\ #%0U8 

T (Z) - [ l - [4 - [2 - (2 -xf-;u- l H-f S 

- l --Ob) r > y] <>7^;i/- 4, 4-^7^* 
n-2. 3, 4, 5-f h7tKo-lH-l-^>X7t*e>- 
5 --f Ut=>3 ft»yf-;U5. 0 g£f#fc 0 

1K£ : 2 3 0 - 2 3 1 *C 
'H-NMR (<5ppm in DMSO-d 6 . TMSrtSB**) : 
1.0 4 (2H, t) , 2.4 0 (2H, q) , 3. 1 1 (1H, br) , 
3. 7 4 ( 3 H, s ) , 4. 8 6 ( 1 H, b r ) , 6. 7 0 - 6. 8 5 (ft 
3 H) , 1 0. 4 ( 1 H, s) 
MS (FAB) : 5 7 1 (M + + 1 ) 

(mm® 4 3 ) 

(Z) - [1- (4 -T5 yO'/-fAO -4, 4-2>7;l/*n 
-2. 3, 4, 5 - f h7 t Kd - 1 H - 1 -^>X7-b'b'> - 5 
--f 'Jf>] ftftyf-;P6 0 OmgfcctO'o- h 'J;l>ftK2 6 6 m 

g&m^&^ms tmmizbx cz> - [4, - 1 

- [4- (2-yf^7i-W T-fef-;l/T * y ] ^>'Af;u-2, 
3, 4, 5-f Kd- 1 H- 1 -^>XT-tfhT>- 5 --f U 

'H-NMR (<5 p pm in CDC1, . TMS^if) : 
2.2 9 (3H, s), 2.3 5 - 2.8 0 (ff2H), 3.23 ( 1 H, 
m) , 3. 7 0 ( 2 H, s ) . 3. 8 2 ( 3 H. s ) , 5. 0 4 ( 1 H, 
m) , 6. 1 5 ( 1 H, s ) , 6. 6 7 ( 1 H, m) , 6. 9 3 ( 1 H, 
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s) , 7.0 6-7. 1 4 (H-3H) . 7. 1 7 - 7. 2 9 (f|-6H) , 

7. 3 6 ( 1 H. d) 

MS (FAB) : 5 0 5 (M + + 1 ) 

ammm a a ) 

(Z) - [1- (4-7$M>7-fA) -4. 4-i?7)\,*a 
-2, 3, 4, 5-fh5hKa-lH-l- / <>X7t*f>-5 
'JfV] Bm^^5 0 0mgfeitf2-^ hti/7x^m 
&2 4 5mg£HH>##0J8 fcEfclll/C (Z) - [4, 4-^7 
;t/^a - 1 - [4 - (2-^ h + ->7x-;U) T-fef^l/T U] ^ 
>W*-2. 3, 4, 5-f h5b Ko- 1H- 1 -KyXTM 
h'>- 5 ->f Ux>] ft»^f-^ 6 6 5mgW: 0 

'H-NMR (dppm in CDC la. TMSflSWP) : 
2. 2 6 - 2. 8 0 (ft- 2 H) . 3. 2 3 ( 1 H, m) . 3. 6 7 ( 2 H, 
s), 3. 8 2 (3H, s), 3.9 1 ( 3 H, s), 5. 0 4 ( 1 H, 
m) , 6. 1 7 ( 1 H, s ) . 6. 6 7 ( 1 H, m) , 6. 9 3 - 7. 0 1 

(ff2H) , 7.0 4 — 7. 1 3 (ff3H) , 7. 1 9 - 7. 3 8 (It 6 H) , 
7. 7 6 ( 1 H, s ) 
MS (FAB) : 5 2 1 (M + + 1 ) 

(H»J4 5) 

(Z) - [1- (4 -T; J*y*f4)l) -4, 4-$>7;U*n 
-2. 3. 4, 5-f h5t K d - 1 H - 1 -O XT -tf h" > - 5 
->f ftayf-^B 0 Omgfc^O'2 - h U 7Wayf^ 

'OTV^a "J KO. 2 6 1 m 1 £ffl^HMJ 3 0 fcffifcdUT 
(Z) - [4, 4-^7Ata-l - [4- (2-h'J7Wny 
fMV^W 7U] / <> , />f^-2, 3, 4, 5-fh7b 
Ko- l H- 1 -OXTHf f>- 5 --f 'J r >] ft»yf-^8 6 
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1 mg£f#/c 0 

'H-NMR (5ppm in CDCh . TMSrtMi^) : 
2. 3 0 - 2. 8 2 (H- 2 H) , 3. 2 4 (1H, m) , 3. 8 3 ( 3 H, 
s ) . 5. 0 4 ( 1 H, m) . 6. 2 1 ( 1 H, s ) . 6. 7 3 ( 1 H, 
m) . 7. 0 9 - 7. 1 9 (If 3 H) , 7. 2 6 ( 1 H. t ) , 7. 3 6 - 
7.44 (ff-3H), 7.5 3 - 7.6 6 (fMH), 7.7 4 ( 1 H, d) 
MS (E I ) : 5 4 4 (M + ) 

mmm a 6 ) 

(Z) - [1- (4-7;;^^) -4, 4-iJ7JV*a 
-2, 3, 4, 5-fh7t K o — 1H - 1 -O X~7 -tf h* > - 5 

0. 3 3 7m 1 £ffl^lUifc0iJ3 0 t^<§C:LT (Z) - [4, 4 -5? 
7)lj-a- 1 - [4 - (1 -t7f;^;l/^'-^) 7 z. J] KyV 
4)1-2, 3, 4, 5-f h7t K o - 1H - 1 - O XT -tf h° > 
- 5 'Jt 1 ^] 8 6 0mg^#/:„ 

'H-NMR (5 p pm in CDCh . TMSflSfffi^) : 
2. 2 5 - 2. 8 1 (1H-2H) , 3. 2 9 (1H, m) , 3. 8 4 ( 3 H, 
s ) , 5. 0 3 ( 1 H, m) , 6. 2 2 ( 1 H, s ) , 6. 7 4 ( 1 H, 
m) , 7. 1 3 - 7. 2 1 (If 3 H) , 7. 2 7 ( 1 H, t ) . 7. 3 9 

(1H, d ) . 7. 4 4 - 7. 5 7 (ff 4 H) , 7. 6 9 ( 1 H, d ) . 

7. 7 2 ( 1 H, s ) , 7. 8 9 ( 1 H, m) , 7. 9 7 ( 1 H, d ) , 

8. 2 9 ( 1 H, m) 

MS (FAB) : 5 2 7 (M + + 1 ) 

mmm 47) 

(Z) - [1- (4-7;M//^l) -4, i-*?7A,*a 
-2. 3. 4, 5 -f h7t Ko- 1 H- 1 -^>XT-tff>- 5 
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->T >Jf>] 0 Omgfc^tH 2 - k'D- 

;^^t:>i2 2 2mg£ffil^##0!l8 tmm^bX (Z) - [4. 
A-iS7)\,*a- 1 - [4 - (1 -yf-;i/- 2-h*n <J ;b) 
-;l/T ^ y] 2, 3, 4, 5-f h^tKo-lH- 

1 -^>XT4ff>- 5 --f 'Jf>] ftK/f-JM 8 OmgW:, 

'H-NMR (<5 p pm in CDC1 3 . TMSra^¥) : 
2.2 8 -2.8 2 (H-2H). 3.2 4 ( 1 H, m) , 3.8 3 ( 3 H, 
s ) . 3. 9 3 ( 3 H, s ) , 5. 0 4 ( 1 H, m) , 6. 1 1 ( 1 H, 
m) , 6. 1 9 ( 1 H, s ) . 6. 6 6 ( 1 H, m) , 6. 7 2 ( 1 H, 
m) . 6. 7 7 ( 1 H, m) . 7. 0 8 - 7. 1 8 (fh 3 H) , 7. 2 3 

( 1 H. t ) , 7. 3 6 - 7. 4 0 (If 3 H) , 7. 6 5 ( 1 H, s ) 
MS (EI) : 4 7 9 (M + ) 

cmmm a 8 ) 

(Z) - [1- (4 -T * JKy/JA,) -4, A-i>V)l*u 
-2, 3, 4, 5 -ff7t Kn- 1 H- 1 -OXTHf h 4 >- 5 
->f MM^;l/6 0 0mg&J:O'3 -*f-;l/- 2 

x>^;l/+:>^2 5 2mg£ffl^##0J8 tmmzbX (Z) - 
[4, 4 -it? bit u- 1 - [4- (3 -yf-Jl'- 2-f-x-;u) 
*;U^-;UT ^ y ] "C>*/-f*- 2. 3, 4, 5 -x h 7 t Ka - 
1 H- 1 -<yX7W>- 5 'Jx>3 ft»yf-;l/ 7 2 2mg 

'H-NMR (dp pm in CDC1,. TMSWif) : 

2. 4 2 ( 1 H, m) , 2. 5 5 ( 3 H, s ) , 2. 6 8 ( 1 H, m) , 

3. 2 6 ( 1 H, m) , 3. 8 3 ( 3 H, s ) , 5. 0 5 ( 1 H, m) , 
6. 1 9 ( 1 H, s ) , 6. 7 2 ( 1 H. m) , 6. 9 3 ( 1 H. d ) , 
7.1 1 (1H, t) , 7. 1 6 (2H, d) , 7. 2 4 ( 1 H, t) , 
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7. 3 2 (1H, d ) , 7. 3 6 ( 1 H, d ) , 7. 4 0 ( 2 H, d ) , 

7. 4 9 (1H, d) 

MS (FAB) : 4 9 7 (M* + 1 ) 

mmm 49) 

(Z) - [1- (4-T^y A C> '/>f -4, 4-i?7)l>*a 
-2, 3, 4. 5 -r h5 t Kd- 1 H- 1 f>- 5 

--f U5=>] &$M^;l/5 0 0 m g feet tf3 - t * Jl>- 2-Z>? > 
*Jl#>M\ 6 9mg^ffl^##0iJ8 tl^^CLT (Z) - [4, 
4-i?7Jl*a- 1 - [4- (3-^^;U-2-7'J;l/) 

^>7>f;l>-2, 3, 4, 5-f h7tFo-lH-l 
-^>XT-t?f >- 5-^ 'Jf>] ^^^^4 1 4mg£#fco 

'H-NMR ( 5 p pm in CDC 1 3 . TMSftSB^P) : 
2. 2 2 -2.8 0 (th2H) , 2. 4 1 ( 3 H, s) . 3. 2 3 ( 1 H, 
m) , 3. 8 3 ( 3 H, s ) , 5. 0 5 ( 1 H, m) , 6. 1 9 ( 1 H. 
s ) , 6. 3 8 ( 1 H, s ) 6. 7 1 (1H, m) , 7. 1 0 ( 1 H. 
t ) , 7. 1 5 ( 2 H, d ) , 7. 2 3 ( 1 H, t ) , 7. 3 2 - 7. 4 0 

(ff-2H), 7. 4 5 (1H, d) . 8.02 (1H, s) 
MS (FAB) : 4 8 1 (M + + 1 ) 

emmm 50) 

2, S-'J* h*'>£Mtt2 6 9 mgRO' (Z) - [1 - (4 
-7; yO'/f^) - 4, 4-^7*to-2, 3. 4, 5-f" 
h7t Kd- 1H- 1 XT 5 - -f»Jf>] ftSMf- 

>U5 0 Omg^K ##818 tTO^LT (Z) - Cl - [4 - 
(2, 3 - 9 J*\>*i/<y s J4 AO T ' J] O'/JJl- 4. 4- 
•^7;l/^o-2, 3, 4. 5 -x h7 t Kd- 1 H- 1 *>XT 
-tf£>- 5 - W 'Jf>] gfciM^l/7 1 ling^fco 
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'H-NMR (<5ppm in CDC 1 3 . TMSWtt**) : 

2.2 7 -2.8 0 (ff2H), 3.27 ( 1 H, m) . 3.84 ( 3 H, 

s ) , 3. 9 2 ( 3 H, s ) , 3. 9 6 ( 3 H, s ) , 5. 0 7 ( 1 H, 

m) , 6. 2 2 ( 1 H, s ) , 6. 7 3 ( 1 H, m) , 7. 0 8 - 7. 2 6 

(ft 6 H) , 7. 3 8 ( 1 H, d ) . 7. 4 9 ( 2 H. d ) , 7. 7 4 

(1H, d) , 10.07 (1H, s) 
MS (FAB) : 5 3 7 (M* + 1 ) 

(mmm 5 1 ) 

2, 6 - 9 J* h*is£UWm?v 'J K2 9 6 mg&tf (Z) - 

Cl - (4-7$/0^;t/) -4, 4-i?7)l*a-2, 3, 
4, 5-xh5hFn-lH-l - X T -tf b° > - 5 'Jf>] 
ft»^f*5 0 Omg*ffll\ ^tt0H3 0 t^ULT (Z) - 

[ 1 - [4 - (2, 6 h*5/'0'/-f T $ y] 

;l/-4, 4-^7;U^o-2, 3, 4, 5 -f- h 7 t Ko - 1 H- 
1 -"OXT-t?t*>- 5 --f U-r>] ft»yf-^ 6 7 7mg» 

'H-NMR (5 p pm in CDCh. TMSftSUil) : 
2. 3 0 - 2. 8 0 m 2 H) , 3. 2 4 ( 1 H. m) , 3. 8 1 ( 6 H, 
s), 3.8 3 (3H, s), 5.0 7 ( 1 H, m) , 6.2 0 ( 1 H. 
s ) , 6. 5 8 ( 2 H, d ) , 6. 7 4 ( 1 H, d ) , 7. 1 1 - 7. 1 8 

(ff-3H), 7.2 6 (1H, d) , 7.3 1 ( 1 H. t), 7.3 8 

(1 H, d) , 7. 4 0 - 7. 5 2 (ff-4H) 
MS (FAB) : 5 3 7 (M + + 1 ) 

(n mm 5 2 ) 

1 -7x^i/?D^>f^^>SI2 8 Omg&tf (Z) - 

[ i - (4 -T5 y^>-/>r;u) - 4, 4-^7^^-0-2, 3, 

4, 5 --r h y t Kn- 1 H- 1 -OXT-tf £>- 5 - ^'Jf>] 
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5 0 Omg», ##flJ8 tmmizLX (Z) - [4, 
4 -^7;t/*o- 1 - [4- (l-7x-;^?a'<>fM;H 
-40 T * y] 2, 3, 4. 5-fh7tKn-lH 

- 1 -^<>XT-trf>- 5->f'Jf>] S^iM^S 3 3mg^# 

'H-NMR (dppm in CDC1 3 . TMSflMM£) : 
1. 7 1 ( 2 H, m) , 1. 8 5 ( 2 H. m) , 2. 0 7 ( 2 H, m) , 
2.2 0 - 2.8 0 (fNH), 3.21 ( 1 H, m) , 3.81 ( 3 H, 
s ) , 5. 0 3 ( 1 H, m) , 6. 1 3 ( 1 H, s ) , 6. 6 7 ( 1 H, 
d ) , 6. 7 8 ( 1 H, s ) , 7. 0 5 ( 2 H, d ) , 7. 0 9 ( 1 H, 
t ) , 7. 1 4 ( 2 H. d ) , 7. 2 2 ( 1 H, t ) . 7. 2 6 - 7. 4 
1 (ff6H) 

MS (FAB) : 5 4 5 (M + + 1 ) 

(mmm 53) 

2-b-^U i?;$MI3 0 2mg&tf (Z) - [ 1 - (4 - T 
-4, 4-iSy)\,*a- 2, 3, 4. 5-f-h-? 
t Ko- 1 H- 1 -^>XT-t*tr>- 5 ->T 'Jf>] ftBMf-^s 
0 0m«*Il\ ##0!I8 fcilfcKUT (Z) - [4, 4-^74 
*u- 1 - [4- (2 - b'^'J SVOWJtO 7;;] 'OV-f 
;l/-2, 3. 4, 5-x F7t Kd- 1 H- 1 -'OXT-fcr f>- 
5 ->T >Jf>] 1 1 mg%mzo 

'H-NMR (<5 p pm in C D C 1 3 . TMSFW@?*£) : 
1.6 5 (2H, m) , 1.7 7 (4H, m) , 2.2 4 - 2. 8 0 (If 2 
H) , 2.9 7 (4H, m) , 3.2 5 ( 1 H, m) , 3.8 4 ( 3 H, 
s), 5.0 7 (1H, m) , 6.2 3 ( 1 H, s), 6.7 4 ( 1 H. 
d ) . 7. 1 1 ( 1 H, t ) , 7. 1 7 ( 2 H, d ) , 7. 2 1 - 7. 3 1 



9 7 



WO 95/06035 



PCT/JP94/01409 



(If 3 H) , 7. 3 8 ( 1 H, d ) , 7. 4 7 ( 1 H, t ) , 7. 5 7 
( 2 H, d ) , 8. 2 3 ( 1 H, d ) , 1 2. 6 7 ( 1 H. s ) 
MS (FAB) : 5 6 0 (M + + 1 ) 

(%mm 5 4 ) 

(Z) - [4, 4-i?7)l*v- 1 - [4- [2- 

i 

7 i ^)^/^A]TU]'<//^l'-2, 3, 4. 5-x 

h5k Ko- i h- i -lyxravy- 5-4 >Jf>] mktT 

>V* 0 0mg*HK S«l«7i:ra»©SftlcJ:e) (Z) - [4, 
4-^7^*0- 1 - [4 - [2- (2-yf^7x-A) 
-OU] T ^ y ] 1y % J4fr- 2, 3, 4, 5-fh7tKa-lH 

- 1 -KyXTWy- 5 ->f 'Jf>] 8j&5 0 Omg^ffco 
'H-NMR (<5 p pm in C D C 1 , - DMS 0 - d , . 

TMSflSMWO : 2. 0 7 (3H, s) , 2.23- 2. 84 (ff2H) , 

3. 2 1 (1H, m) , 5. 0 0 ( 1 H, m) , 6. 2 0 ( 1 H. s ) . 
6.6 4 (1H, m) , 6.8 8 ( 2 H, d) . 7.0 0 (2H, d) , 
7. 1 5 - 7. 3 9 (fh 9 H) , 7. 4 7 - 7. 5 9 (H" 2 H) , 8. 0 2 

( 1 H, d) 

MS (FAB) : 5 5 3 (M + + 1 ) 

(mmm 55) 

(Z) - [4, 4-^7^^-o-l- [4- (2- jtf-fi'ty*/ 
4)1) 7 X J] Ky*/4)l- 2. 3, 4, 5-f h7tKo-lH 

- 1 -^>yCT-tf£>- 5 -4 'Jx>] MM** 6 5 0mg£fB 
K fSttmi:Et*<0#8clwJ:{) (Z) - [4. 4-^7;U*d- 
1 - [4 - (2 -> *;K>V>f ;t>) 7;;] ^>^^-2, 3, 

4, 5-fb7tKn-iH-l -KyXTWy- 5 'J x>] 

6 6mg*fffc, 
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'H-NMR (5ppm in CDC 1 3 . TMSflSB^P) : 
2.15-3.00 (fh2H) . 2.43 (3H, s) , 3.35 (1H, 
m) , 5. 0 2 (1H, m) . 6. 2 0 ( 1 H. s ) , 6. 7 5 ( 1 H, 
m) , 7. 0 8 - 7. 4 9 (It 1 2 H) , 7. 6 7 ( 1 H, br) 
MS (E I) : 4 7 6 (NT) 

mnm 5 6 ) 

(Z) - [4. 4 -yyfrtn - l - [4 - (2-^ h*>"<> 
7>OlO T I y] K>V4JU- 2, 3, 4, 5-rh7hFn-l 
H- 1 -Kyxr* t°>- 5 ->T >Jf>] fti/fi6 5 0mg£ 
^»J7 tH«©^ftlc,J;0 (Z) - [4, A->Jy)liru 
- 1 - [4 - (2 -t h+->^>7>c;t/) t ^ y ] ^>y^^-2, 

3. 4, 5-fh5b Kd-IH- 1 -"OXT-t: fcf>- 5 ->f U 
x>] mm 5 6 6 mgW;o 
'H-NMR (5 p pm in CDC 1 t . TMSMHWO : 
2.2-2.8 (th2H), 3.26 ( 1 H, m) , 4.03 ( 3 H, s), 
5. 0 3 ( 1 H, m) . 6. 2 1 ( 1 H, s ) , 6. 7 3 ( 1 H, m) , 
7. 0 2 ( 1 H, d ) , 7. 0 9 - 7. 2 8 (If- 5 H) , 7. 3 7 ( 1 H. 
d) , 7.5 0 (3H. m) . 8.2 3 ( 1 H, m) , 9.8 4 ( 1 H, 
m) 

MS (EI) : 4 9 3 (M*+ 1 ) 

(mmm 5 7 ) 

(Z) - [l - [4 - (2-xh + ^>7^;i) y] s<y 
( /^;U-4, 4-i?y>l*o-2, 3, 4, 5-fh7tFo-l 
H- 1 -OXT-if^y- 5-^'Jf>] mmtl-JlsQ 9 5mg£ 

hh\ n«7 tmm^miz^i) cz) - [1 - [4- (2-x 

h + ^^O'/^^) T^y] ^<>'/^;U-4, 4 -^7;l/*n- 2, 
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3, 4, 5-fh7t Ko- 1 H- 1 -^>XT-t?tr>-5->f U 
r>] KB 6 7 Omg^/:o 

'H-NMR (5 p pm in CDC1 3 . TMSrt«5ai*) : 
1.5 9 (3H, t), 2. 2 8 - 2. 9 0 (ff"2H). 3.2 8 ( 1 H, 
m) , 4. 2 2 (2H, q) , 5. 0 3 ( 1 H, m) , 6. 2 7 ( 1 H. 
s ) , 6. 7 3 ( 1 H, m) , 6. 9 3 ( 1 H, d ) , 7. 0 6 - 7. 1 8 

(fMH), 7.24 (1H, t), 7. 2 6 - 7. 3 0 (fMH)\ 
8. 2 2 ( 1 H, d) , 1 0. 1 6 ( 1 H, m) 
MS (FAB) : 5 0 7 (M*+ 1 ) 

immm 5 8) 

(Z) - [4, 4-5>7**n- 1 - [4- (2--fvrnjK+ 
75;] *C>*/-OI/-2, 3, 4, 5-f h?tF 

0-1H-1 -tyXT-v tr>- 5 --f ijf>] MMf-^e 8 3 

mg£ffll\ ?Wt«7fcra*©36rffiCJ:*j (Z) - [4, 4-^7 
;i/^-n- 1 - [4- (2-4 V7u 'J 4 A,) T X J ] < 

>W^-2, 3, 4, 5 -fh7t Ko- 1 H- 1 -'OXT-tr 
t*>- 5 --f Ur>] M4 9 9mg%»fc, 

'H-NMR ( <5 p pm in CDC1 3 . TMSfl«>£) : 
1.4 7 (6H, d) , 2.2 8 - 2.8 6 (if2H), 3.28 ( 1 H, 
m) , 4. 7 9 ( 1 H, m) , 5. 0 7 ( 1 H, m) , 6. 2 7 ( 1 H, 
s ) , 6. 7 3 ( 1 H, m) . 6. 9 8 ( 1 H, d ) . 7. 0 6 - 7. 2 0 

(fMH) , 7.2 4 (1H, t) . 7. 3 9 ( 1 H. d) , 7. 4 1 - 
7. 5 0 (ff4 H) , 8. 2 1 ( 1 H, m) , 1 0. 2 6 ( 1 H, m) 
MS (FAB) : 5 2 1 (M*+ 1 ) 
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mmm 5 9 ) 

(Z) - [4. 4-^7-^*0- 1 - [4 - (3 -* b^->^y 

T * J] 0*J4)\,- 2, 3. 4. 5-fb7tFD-l 
H- 1 -<yXT-tf ¥>- 5 - 'J x > ] ii^f/l/7 8 7mg^ 
H»J7tra0^j*llJ:<9 (Z) - [4. 4-i>7^*n 
- 1 - [4- (3-y T^y] ^>yV;l/-2. 

3, 4. 5-f h^b K o — 1 H - 1 — O XT -tf tf > — 5 — < U 
x>] 116 7 3mg£#fco 
'H-NMR (5ppm in CDC 1 3 -DMS0-d 8 , 

2. 2 5 - 2. 9 2 (If" 2 H) , 3. 2 2 ( 1 H. m) . 3. 8 6 ( 3 H, 
s ) . 5. 0 4 ( 1 H, m) , 6. 2 4 ( 1 H, s ) , 6. 7 1 ( 1 H, 
m) , 7. 0 3 - 7. 1 3 (fh 2 H) , 7. 1 5 ( 1 H, d ) , 7. 2 2 

( 1 H, t ) , 7. 3 4 - 7. 4 0 (ff-2 H) , 7. 4 4 - 7. 4 8 (ff 2 
H) , 7. 6 0 (2H, d) , 9. 3 4 (1H, s) 
MS (FAB) : 4 9 3 (M + + 1 ) 

ammrn 6 o ) 

(Z) - [ 1 - [4 - (2-^dd<>^^) TiJ] <>7 
-C;t/]-4, 4 -i^l^n- 2, 3, 4, 5-f h7kKa-l 
H- 1 -^>XT-tff>- 5 ->T »Jx>] B^SM^l^ 8 8mg£ 

m\ mmmi trnmoismzxt) cz) - n- [4- (2-? 

nn'OyV-fc) T = y] ^ > ;l/ - 4 , 4 -S^-fc^o- 2, 

3, 4, 5 -7-tvk Ko- 1 H- 1 -'OXT-tf £>- 5 -4 'J 

'H-NMR (5 p pm in CDC 1 3 -DMSO-d 6 , 
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2. 1 5 - 2. 8 2 (ft 2 H) , 3.22 ( 1 H, m) , 5. 0 3 ( 1 H, 

. m) , 6. 2 4 ( 1 H, s ) . 6.7 2 (1H, m) , 7. 0 9 - 7. 2 0 
(H-3H), 7.2 5 (1H, t), 7.3 2 - 7.4 8 (fMH), 
7. 5 0 - 7. 6 5 (ft- 3 H) , 9. 8 5 ( 1 H, s ) 
MS (FAB) : 4 9 7, 4 9 9 (M + + 1 ) 

cmmm 6 1 ) 

(Z) - [ 1 - [4 - (Z-?w<y>/>( )l) 7 
>OU]-4, 4-^7^^-a-2. 3, 4, 5-f h^h Kn- 1 
H- 1 -<>XTH tr>- 5 --f 'Jf>] ft»y^-;l/7 8 2mg£ 

cz) - ci- [4- u-? 

3. 4. 5 -f h7 h Kd- 1 H- 1 XT -tf t* > - 5 - ^ U 

'H-NMR (5 p pm in C D C 1 » - DMS 0 - d , , 
TMSMMMS) : 

2. 4 3 ( 1 H, m) , 2. 6 9 ( 1 H, m) , 3. 2 4 ( 1 H, m) , 
5. 0 3 ( 1 H, m) , 6. 2 4 ( 1 H, s ) , 6. 7 1 ( 1 H, m) , 
7. 0 9 ( 1 H, t ) , 7. 1 4 ( 2 H, d ) , 7. 2 2 ( 1 H, t ) . 
7.3 4 - 7.4 3 (ff-2H). 7.48 (1H, d), 7.59 ( 2 H, 
d ) , 7. 8 1 ( 1 H, d ) . 7. 9 3 ( 1 H, s ) , 9. 5 3 ( 1 H, 
s) 

MS (FAB) : 4 9 7, 4 9 9 (M + + 1 ) 
(HWJ6 2) 

(Z) - [4, 4-2J7-M-D-1- [4- (2--hn/<>>/ 

-r;tO t s y] **>7-f*- 2, 3, 4, 5-xh^tKo-iH 
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ir\ nmmi kmm®ismz*t) (z> -4. 4-*j7**a- 

[1 - [4 - (2--ha^>-/^;i / ) 7 ; y ] <>-/-fA/- 2. 

3, 4, 5-f h5h Kd - 1 H - 1 - O XT-tf b* > - 5 — 'J 

'H-NMR (5 p pm in DMS0-d 6 , TMSF^SP^) : 
2. 4 6 ( 2 H. m) . 3. 1 1 ( 1 H, m) , 4. 8 8 ( 1 H, m) . 
6.6 8 (1H. s) , 6.8 4 ( 1 H, m) , 7.0 9 ( 2 H, d) , 
7. 2 1 ( 1 H, t ) , 7. 3 1 ( 1 H, t ) , 7. 3 8 ( 1 H, d ) . 
7. 5 0 (2H, d) , 7. 7 4 - 7. 8 0 (ff2H) , 7. 8 6 ( 1 H, 
t ) , 8. 1 4 ( 1 H, d ) , 1 0. 7 4 ( 1 H. s ) , 1 3. 1 8 ( 1 
H, br) 

MS (FAB) : 4 7 8 (M + + 1 ) 

cmmrn 6 3 ) 

(Z) - [1 - [4- (2-t i >i) 7$;]<>7 

-OU-4, 4-^7;U*o-2, 3, 4, 5-fh5tKa-lH 
- 1 -s<yXTW>- 5 ->f 'J-f >] ftfiMf^B 0 Omg^ffl 

i\ mmm7 tmm^mz^i) cz> - [i - [4- (2-t* 

jiyfjb) r s o*/-r;u- 4, 4 -^7;u:*d- 2, 3, 

4, 5-f h7tKn-lH-l -'OXT-tf 5 --f Ux>] 
Sfci? 3 7 0 m g £fcfc 0 

'H-NMR (dp pm in DMS0-d 8 , TMSMf) : 
2. 4 6 ( 2 H, m) , 3. 1 1 ( 1 H, m) , 3. 3 3 ( 2 H, br), 
4. 8 7 ( 1 H. m) , 6. 5 6 ( 1 H. t ) , 6. 6 5 ( 1 H, s ) , 
6. 7 6 (1H. d) , 6. 8 3 ( 1 H, m) , 7. 0 6 ( 2 H, d) , 
7.1 4-7. 2 4 (ff2H) , 7.3 0 ( 1 H. t) , 7.3 8 ( 1 H, 
d) , 7. 5 6 (2H. d) , 1 0. 0 4 ( 1 H. s), 1 3. 2 0 ( 1 
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H, br) 

MS (FAB) : 4 7 8 (M + + 1 ) 

cmmm 6 4 ) 

(Z)-4. 4-*J7fr*a- 1 - [4- [2- (2, 5-S>* 

f-;utfn-*- l -^r;i/] ^y/JJi] ri y] *c>7-f 2. 

3, 4. 5 -r h^b Fa- 1 H- 1 -OXTift'y- 5 -4 U 
r>] St$M^;l/5 0 Omg£ffit\ H»J 7 fcffifcoSfttrJ: 0 

(Z) -4, 4 -^7;I/*d- [1- [4- (2. 5 
n-;l/- 1 ->f ;U] 2. 3, 4, 5-f h7t F'o- 

1 H- 1 -^>XT-tff>- 5 --f >Jf>] fttt5 0 Omg£?#/c 0 

'H-NMR (<5ppm in CDC1 3 , TMSlWff*) : 

I. 9 5 (6H, m) , 2.2 4 -2.8 4 (fh2H), 3.24 ( 1 H. 
m) , 5. 0 4 ( 1 H. m) , 6. 0 8 ( 2 H, s ) , 6. 2 5 ( 1 H, 
s ) , 6. 6 8 - 6. 8 0 (If 2 H) , 7. 0 3 - 7. 3 0 (If- 7 H) , 
7.3 8 (1H, d) . 7. 5 7 - 7.6 7 (ff2H), 8.35 ( 1 H, 
d) 

MS (FAB) : 5 5 5 (M + ) 

mmm 6 5 ) 

(Z) - [4, 4 -Z?7)l*a- l - [4- [2- (1H-1, 
2, 4 - h >)TV-)i- 1 -^r;u) rij] O'/j 

Jl-2, 3, 4, 5-rh7tKn- 1H-1 -^>XTift'y- 
5 -4 »;r>] 6 Omg^\ ^Jffi0»J7 tl^JiO^ 

j£(CJ:t) (Z) - [4. 4-^7;i/*n-l- [4- [2- (1H 
-1, 2, 4- h 1 --f ;U) T*y] 

>7f;U-2, 3, 4, 5 -fh7 t Ka- 1 H- 1 -OXTM 
tf>- 5 --f 'Jf>] ft&7 6 7rag^#fco 
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•H-NMR (<Jppm in DMSO-de, TMSMMO : 
2.44 ( 1 H, m) , 3. 1 0 ( 1 H, m) , 4. 8 6 ( 1 H, m) , 

6. 6 6 ( 1 H, s ) , 6. 8 2 ( 1 H, m) , 7. 0 3 ( 2 H. d ) . 

7. 1 9 ( 1 H, t ) , 7. 3 0 ( 1 H. t ) , 7. 3 4 - 7. 4 6 (ff 3 
H) . 7. 5 8 - 7. 7 4 (tM H) , 8. 0 7 ( 1 H, s ) , 8. 8 8 

( 1 H, s ) , 1 0. 4 7 ( 1 H, s ) , 1 0. 1 9 ( 1 H, m) 
MS (FAB) : 5 3 0 (M + + 1 ) 
(gtfeftl 6 6) 

(Z) - [4, 4-5>7**o- 1- [4- [2- (lH--f* 
^•/-*- l ->f;lO ^>7-fA] T ^c>-/>f;b- 2, 3, 
4, 5-fh7hKo-lH-l -'OXT-tf tf>- 5 --f 'J-r>3 
ft»>fA2 7 0mg*ffll\ Xifl7 2:Rtt(D^(:J:t) (Z) 

- [4, 4-^7^^-n-l- [4- [2- ( 1 H--f S 

- i ->f;i/) 'Oy-ou'] 7; y] "S>w*-2, 3, 4, 5- 

fh7t Fo- 1 h- i -^>XTHfh->-5->r >jf>] wmi 

1 5mgW;o 

'H-NMR (5 p pm in C D C 1 , , TMSfl***) : 
Z44 ( 2 H. m) , 3. 0 9 ( 1 H, m) , 4. 8 6 ( 1 H, m) , 

6. 6 6 ( 1 H. s ) , 6.8.2 (1H, m) , 6. 9 7 ( 1 H. s ) , 

7. 0 4 ( 2 H, d ) , 7. 1 9 ( 1 H, t ) , 7. 2 3 - 7. 4 3 (fh 5 
H) , 7. 5 2 - 7. 7 0 (fM H) , 7. 7 8 ( 1 H, s ) , 1 0. 4 9 

( 1 H, s ) , 1 3. 1 8 ( 1 H. b r ) 
MS (FAB) : 5 2 9 (M + + 1 ) 

cmmm 6 1 > 

(Z) - [4, 4-mto-l- [4- [2- (2-x^;U 
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JV-2, 3, 4, 5-fh7k Fd - 1 H- 1 - O XT -tr t' > - 
5-^'Jf>] ftiMif>M.9 6g£RH\ #i»J 7 ^*§©#£ 
Hi: 5 (Z) - [4, 4-iS7)l>*a- 1 - [4- [2- (2 -x 

l H--f s l -^40 ^>*/-f ;u] 7iy]^> 

3, 4, 5-f h7t Ko- 1 H- 1 -'OXT-tff 
>- 5 ->T >Jx>] ft&4. 5 Og*»fc, 
'H-NMR (<5ppm in CDC 1 , . TMSrtHJ**) : 
1.0 4 (3H, t). 2.4 1 (2H. q) . 3.0 8 ( 1 H, br), 
4. 8 6 ( 1 H, b r ) , 6. 0 3 ( 1 H, s ) . 1 0. 4 2 ( 1 H, s ) 
MS (FAB) : 5 2 9 (M + + 1 ) 

mmm 6 8) 

(Z) - [4. i-Wfrtv-l- [4- (2-y^;l>7xx 
^) 7tf;P7U] ^>7>f^-2, 3, 4, 5-fh7bFn 

- 1 H- 1 -OXT-tft°>- 5 ->f 'Jf>] 6 4 7m 

g*fflt\ s«i«7traai©^rifeKj:o cz> - [4, a-vdi 

*a- 1 - [4 - (2-yf^7x-A) T-fe^;bT$ y] 
-OI/-2, 3, 4, 5 -rh7t K o - 1 H - 1 -O XT -tf h° > 

- 5 --f >Jf>] ftB5 1 7mg$i/; 0 

'H-NMR (<Jppm in C D C 1 , - DMS 0 - d « , 
TMSWSPflWS) : 

2.3 2 (3H, s), 2.3 5 -2. 8 2 (ff2H), 3.22 ( 1 H. 
m) , 3.6 8 (2H, s), 5.0 2 ( 1 H, m) , 6.2 0 (1H, 
s ) , 6. 6 7 ( 1 H, m) , 7. 0 5 - 7. 1 3 (tf 3 H) , 7. 1 4 - 
7. 2 6 (ff5 H) , 7. 3 4 - 7. 3 9 (If 3 H) , 8. 5 3 ( 1 H, s ) 
MS (FAB) : 4 9 1 (M + + 1) 

(nmm 6 9 ) 
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(Z) - ['4, 4-^7^*0- 1- [4 - (2-*h*->7x 
T*?)\,T i J ] 'O'/^h 2. 3. 4, 5-f h7tF 

d-ih-i -^>XT-tff>- 5 ->r 'jf>] gfc$Mf-;u6 6 o 

mg£8H\ £li«7 fcfifcOSftKJ:*) (Z) - [4. 4-97 
;l^n - 1 - [4 - (2-^ x^;U) T-bf^l/T ^ y] ^ 

>vV^-2, 3, 4. Kd- 1 H - 1 -O XT -if 

f>- 5 ->T 'Jf>] It$E5 9 6mgW:„ 
'H-NMR (<5ppm in DMS 0 - d 8 . TMS flSB^O : 

2. 4 4 ( 2 H, m) , 3. 1 0 ( 1 H, m) , 3. 6 0 ( 2 H, s ) , 

3. 7 3 (3H, s) , 4. 8 6 ( 1 H, m) , 6. 6 3 ( 1 H, s), 

6. 8 0 ( 1 H, m) , 6. 8 8 ( 1 H, t ) , 6. 9 5 ( 1 H, d ) , 

7. 0 2 ( 1 H, d ) , 7. 1 2 - 7. 5 0 (If 8 H) , 1 0. 1 6 ( 1 H, 
s ) , 1 3. 2 0 ( 1 H, b r ) 

MS (FAB) : 5 0 7 (M + + 1) 

(mmm i o ) 

(Z) - [4, A-'JyJlira- l - [4- (2-M7;t/*n 
/ TJl^yf-Ol) T I J ] sOVJJl- 2, 3, 4, 5-f h7 
hFD-lH-1 -^>XT-tff>- 5 --f 
3 Omg£ffiV\ H»J7 t^a©^ftlcJ:0 (Z) - [4, 4 - 
^7;l/*n- 1 - [4 - C 2 - h U 7^to^fM>7^^) T 
5 V] *C>'/-f *-2, 3. 4, 5-fh7tKD-lH-l-^ 
>XT-t?e>- 5 ->T 'J r>] @^$?7 5 lmgefc. 
'H-NMR (<5ppm in DMS 0- d . , TMSflSPS*) : 
2. 4 6 ( 2 H, m) , 3. i 1 ( 1 H, m) , 4. 8 9 ( 1 H, m) , 

6. 6 8 ( 1 H, s ) , 6. 8 5 ( 1 H, m) , 7. 0 9 ( 2 H. m) , 

7. 2 0 ( 1 H, t) , 7. 3 1 (1H, t) , 7. 4 7 - 7. 5 9 (tf 2 
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H) , 7. 6 7 - 7. 7 4 (It 2 H) , 7. 7 8 ( 1 H, t ) , 7. 8 4 
(1H, d ) , 1 0. 6 3 ( 1 H. s ) , 1 3. 1 7 ( 1 H, b r ) 
MS (FAB) : 5 3 1 (M + + 1 ) 

mmm 1 1 ) 

(Z) - [4, 4 -2>7**n-- 1 - [4 - (1 -l-yrJUjJl 
«)7;;]'<>7'f/l/-2 1 3, 4, 5-fh7hFn-l 
H- 1 -^>XT-tf h*>- 5 ->T »Jf>] ftBMf ^7 6 Omg£ 

m\ nmmi tmmoij&izzt) (z) - u, 4-^7^*0 

- 1 - [4 - (1 r\j] <y/4A,- 2 

, 3, 4, 5 -t h5h Kd- 1 H- 1 -^>XT-tff>- 5 --f 
'Jf>] TO 5 5 5mg^#^ 0 

'H-NMR (5ppm in CDC 1 s -DMSO- d 8 . 
TMSrt»W¥0 : 

2.2 4 -2.9 0 (ff2H), 3.23 ( 1 H, m) , 5.04 ( 1 H, 
m) , 6. 2 5 ( 1 H. s ) , 6. 7 4 ( 1 H, m) , 7. 1 3 - 7. 2 1 
(H-3H). 7.2 5 (1H. t), 7.3 9 ( 1 H, d) . 7.47- 
7. 5 7 (W-3H) , 7. 6 2-7. 7 1 (ft3H), 7. 8 9 ( 1 H, m) , 
7.9 4 (1H, d) , 8.2 9 ( 1 H. m) , 9.9 5 ( 1 H, s) 
MS (FAB) : 5 1 3 (M* + 1 ) 

cmmm 7 2 ) 

(Z) - [4, 4-^7Atn-l- [4- (l->f;l/tDiJ 
)V) T ' J] *y*/4)\,- 2, 3, 4, 5-fh7t K o - 1 H - 
1 -^>XT-tr b* >- 5 ->f ijf>] TO^^;l/4 4 5mg^l\ 

mmmi tmmojj&K**) (z> - [4, 4-^7**0-1- 

[4 - ( 1 -yf-^en 7$ y] *c> 2, 3. 4, 

5-rF7tF'o-lH-l -^>XT4f t*> - 5 -4 >Jf>] ft 
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$3 3 2mg£#*:o 
'H-NMR (<5ppm in C D C 1 , - DMS 0 - d , , 
TMSrt»**) : 

2.3 5 - 2.8 2 (ff2H), 3.21 ( 1 H. m) , 3.94 ( 3 H, 
s ) , 5. 0 4 ( 1 H, m) , 6.1 0 (1H, t ) , 6. 2 3 ( 1 H, 
s ) , 6. 7 0 ( 1 H. m) , 6. 7 6 (1H, b r ) . 6. 8 7 ( 1 H, 
m) , 7. 0 7 - 7. 1 7 (If 3 H) , 7. 2 2 ( 1 H, t ) , 7. 3 7 
( 2 H, d ) , 7. 5 0 ( 2 H, d ) , 8. 7 2 ( 1 H, s ) 
MS (FAB) : 4 6 6 (M + + 1 ) 

mmrniz) 

(Z) - [4, A-i?z>)l*u- l - [4- ( 3 - 2 - 
T > y] Ky*J4to- 2, 3, 4, 5-xh7tFa- 

i h- i -oxrwy- 5 ->r >jf>] mmtf-in o omg 

&m\ nmmi tmmoij&nz&t) cz) - [4. 4-yy>\,t 

a - 1 - [4 - (3 -^f-;l/- 2 -5^-;i/) T U] ^>7-f )l 
-2, 3, 4, 5 -r h5 t Kd- 1 H- 1 -'OXT-tr f>- 5 
->T ijf>] Bti? 6 5 6mg*Sfc, 

'H-NMR (6 p pm in C D C 1 , - DMS 0 - d , . 
TMSI*J««W0 : 

2. 2 5 - 2.8 9 (tf-2H), 2.53 ( 3 H, s), 3.24 ( 1 H, 
m) , 5. 0 4 ( 1 H, m) , 6. 2 3 ( 1 H, s ) , 6. 7 1 (1H, 
m) , 6. 9 2 ( 1 H, d) , 7. 1 2 ( 1 H, t) , 7. 1 5 (2H, 
d) , 7. 2 3 ( 1 H, t) , 7. 3 3 ( 1 H, d) , 7. 3 8 ( 1 H, 
d) , 7. 4 7 (2H, d) , 8. 4 0 ( 1 H, s) 
MS (FAB) : 4 8 3 (M+ + 1 ) 

cmm 7 4) 



l o 9 



WO 95/06035 



PCT/JP94/01409 



(Z) - [4, 4-iSyJl*n- 1 - [4- ( 3 -/f-Jl- 2 - 
7»j;l/) 7; y] ^>W;l/-2, 3, 4, 5-fh7tKo-l 
H- 1 -^>XT-tff>- 5 'Jf>] g^f^l/4 0 4mg£ 
fflt\ *tt«9 7t^*©*i*{c«J:0 (Z) - [4, 4-77;b*u 

- 1 - [4- (3-^5^^-2-7';^) 7;;] > */-f * - 2 . 
3. 4, 5 -f- t Ko- l H- 1 -KyXTM t°>- 5 --f 'J 
x>] 3 1 6mg^i/;o 

'H-NMR (5 p pm in C D C 1 3 - DMS 0 - d , . 
TMSW¥) : 

2. 2 8 - 2. 8 4 (ff-2H) , 2. 4 1 ( 3 H, s) , 3.23 ( 1 H, 

m) , 5. 0 6 ( 1 H, m) , 6. 2 3 ( 1 H, s ) , 6. 3 9 ( 1 H, 

s ) . 6. 7 0 ( 1 H, m) , 7. 0 7 ( 1 H, t ) , 7. 1 5 ( 2 H, 

d ) , 7. 2 2 ( 1 H. t ) , 7. 3 7 ( 2 H, m) , 7. 4 9 ( 1 H, 
d) , 8. 3 3 ( 1 H, s) 
MS (FAB) : 4 6 7 (M + + 1 ) 

cmmm 1 5 ) 

(Z) - [ 1 - [4 - (2, 3-7/- b + i/O'/JM y] 
O'/jfr-i, 4-^7;U^-d-2, 3. 4, 5-rh7bKo 

- 1 H - 1 -^>XT-tff>- 5 -4 'Jf>] mkt+bl 7 0m 

Hifi«!l7i:K*0^rftCJ:*) (Z) - [1- [4- (2. 

3-7y h + i/^>y-r;i/) r$y] oy>f;i/-4. 4-77^ 

ta-2, 3, 4. 5 -f- h5b Kd- 1 H- 1 -^7XT-tf f> 

- 5 ->T 'if>] P&7 7 Omg£f#fc 0 

'H-NMR (5 p pm in DMS0-d 8 , TMSflOT*) : 

2. 4 5 ( 2 H. m) . 3. 1 1 ( 1 H. m) , 3. 7 6 ( 3 H, s ) , 

3. 8 4 ( 3 H, s ) . 4. 8 7 ( 1 H, m) . 6. 6 6 ( 1 H, s ) , 
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6. 8 4 ( 1 H. m) . 7. 0 3 - 7. 2 3 (If 6 H) , 7. 3 0 ( 1 H, 
t) . 7. 3 8 ( 1 H, d) . 7. 5 5 ( 2 H, d) . 1 0. 3 1 ( 1 H, 
s ) , 1 3. 1 7 ( 1 H. s ) 
MS (FAB) : 5 2 3 (M + + 1 ) 

mmm 1 6 ) 

(Z) - [ 1 - [4 - (2, 6 -V* h + t/OW )i) TZJ] 
OV'Ob-A, 4-¥7)l*a-2, 3, 4, 5-fh7hKo 

- 1 H- 1 -^>XT-b*h*>- 5 --f >Jf>] ft»yf-;b6 0 Om 
g*JBK *tt«7tra»©*ft(iJ:*) (Z) - [1- [4 - (2, 

6 h+-> / <>y>r;i/) r s y] a- 4, 4-^7^ 

*u-2, 3, 4, 5 -fh7 t Kn- 1 H- 1 -'OXT-trt'y 

- 5 --f U-r>] SII5 1 2mg*j|fc, 

'H-NMR (5ppm in DMSO-d e . TMSflSBMO : 
2. 5 0 ( 2 H, m) , 3. 1 0 ( 1 H. m) , 3. 7 3 ( 6 H, s ) , 
4. 8 9 (1H. m) , 6. 6 6 ( 1 H, s) , 6. 7 1 ( 2 H, d) , 

6. 8 3 ( 1 H, m) , 7. 0 4 ( 2 H, d ) , 7. 2 0 (1H, t ) , 

7. 2 6 - 7. 4 1 m 3 H) . 7. 5 2 ( 2 H, d ) . 1 0. 3 0 ( 1 H. 
s) , 1 3. 2 1 ( 1 H. m) 

MS (FAB) : 5 2 3 (M + + 1 ) 

cmmm7 7) 

(Z) - [4, 4-i?7)l*a- 1- [4- ( 1 -7x-;Ui/? 
D'^fMM^)?;;]^^*^, 3, 4, 5-f- 
F5tKo- 1 H- 1 -^>^T-tr*e>- 5 >Jf>] IWMf- 
;U 5 2 5mg*J8t\ tlSI«©^ri*(CJ:t) (Z) - [4, 

4-^771/^-n-l- [4- (l-7i-;l/i/^D^vf;^;l^f 

7;;] <>'/-f^-2, 3, 4. 5-fh7kKo-lH 
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- 1 -KyXTM\£>- 5 ->f 'Jf>] B*i&4 5 9mg^f|/:, 
'H-NMR (5ppm in DMS0-d 6 , TMSWWIR*) : 

1. 5 3 - 1.7 3 (IHH), 1.88 (2H, m) , 2.43 ( 2 H, 
m) , 2.6 0 (2H, m) , 3.0 8 ( 1 H, m) , 4.8 4 ( 1 H, 
m) , 6. 5 6 ( 1 H, s) , 6. 7 7 ( 1 H, d) , 6. 9 8 ( 2 H, 
d ) , 7. 1 4 ( 1 H, t ) , 7.1 6-7.5 0 (»9H), 9. 2 3 
( 1 H, s ) . 1 3. 2 4 ( 1 H, m) 

MS (FAB) : 5 3 1 (M + + 1 ) 

mmm 1 8 > 

(Z) - [4, 4 -*J?)l*u- l - [4 - (2 -l^OJ >V< 
>W A/) 7; y] *<Z/ % f<4 A/— 2, 3, 4, 5-f h7tKo- 
1 H- 1 -^yXT-ifb'y- $-<< 'JfV] Wtm*?-Jl7 0 Omg 

&m\ mx&mi tmmojsmzzt) cz> - [4, 

n- l - [4 - (2-h*^<J i?y Ky*/4 )\,) ri j ] 

-2, 3. 4, 5 -r V? fc Kd- 1 H- 1 -^>XT-tfh*>- 5 

'J-r>] BfftM 0 3mg» 0 
'H-NMR ( 5 p pm in CDCh , TMSP?W) : 
1.6 4 (2H, m) , 1.7 7 ( 4 H. m) , 2.2 4 - 2.8 5 (W2H). 

2. 9 6 ( 4 H, m) , 3. 2 5 ( 1 H. m) , 5. 0 6 ( 1 H, m) , 

6. 2 8 ( 1 H, s ) , 6. 7 4 ( 1 H. m) , 7. 1 1 - 7. 3 4 (If 6 H) , 

7. 3 9 (1H. d) . 7.4 7 ( 1 H, t) , 7. 5 7 ( 2 H, m) , 

8. 2 2 (1H. d) , 1 2.7 3 ( 1 H, s) 
MS (FAB) : 5 4 6 (M*+ 1 ) 

imam 1 9 ) 

(Z) - [4, 4 -^7;l/*o- 1 - [4- (2-7i-M> 
7; V] <//>f;h 2, 3, 4, 5-fh7tKo-l 
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h- i -^>XT-tfh*>-5->r >jf>] mmi. 1 5 3g£&rty 

1 Om 1 StfT-t hr. h ij;n Oml d£8?U 1 - 

xf;b- 3 - (i?ym;^nb^) fc/l'tfSMS K&&&4 
9 3mg0M^fb>Ml Oml 4«TLfc..^"eN - t K 
a*i/V?i/y>( i K2 9 6 m g*in*MKT-««#L;fco & 

7hy5 7>f-i:ftU m&^h-^V-y (1:1, v/v) 

'H-NMR (5ppm in C D C 1 , , TMS : 
2.5 6 (2H. m) , 2.8 8 ( 4 H, br), 3.2 9 ( 1 H, m) , 
4. 9 8 ( 1 H, m) , 6. 3 8 ( 1 H, s ) , 6. 6 9 ( 1 H. m) , 
6. 8 1 - 7. 0 6 (If 5 H) , 7. 1 5 ( 1 H. m) , 7. 2 5 - 7. 5 8 

(tflOH), 7.8 5 (1H, m) 
MSm/z (FAB) : 6 3 6 (M + + 1 ) 

±E®ttx^x^ 8 3 5mg^r^7b Ko77>20mli:g 
«¥U h U OA 9 9mg^Jnx.. MlCT2BHIJi 

*7A^ov h!Tv7>f -tcftU fflF»xf-;u-'v*U-> (l : l, 
v/v) (Z) -2 - [1 - [4- (2-t"7x-;W 

;l/^;UT * y ) ^>*/-f;b] - 4, 4 - ^7;l/*o - 2 , 3, 4, 
5-fh7tFa-lH-l -^>XT-tfh*>- 5 --f >Jf>] x 
*y-;U5 3 8 mg^ifco 

'H-NMR (6" p pm in CD C 1 . , TMSrt8B«*) : 
1. 8 3 ( 1 H, m) , 2. 1 2-2.5 0 (ff-2H) , 3. 3 1 ( 1 H, 
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m) . 4. 6 0 - 4. 8 0 (If 3 H) , 6. 1 4 ( 1 H, m) , 6. 6 2 
( 1 H, m) , 6. 8 2 - 7. 1 6 (ff6 H) . 7. 2 0 - 7. 5 8 (If 8 
H) , 7. 8 3 ( 1 H. m) 
MS m/z (FAB) : 5 2 5 (M + + 1 ) 

(mmm s o ) 

(Z) -2 - [l- [4- (2-t"7x-;^M:-;i.7;;) 

^>-/>r^] -4, 4-i?7fr*a-2, 3, 4, 5-fh7kK 
D-1H-1 -^<>XT-tff>- 5 --f 'Jf>] x^y-;l/2 1 5 
mg&tf h 'jxf^l/T ^ >0. 1 1 4ml ££fk f- 1/ > 2 0 m 1 (3 
*»U *»Ty^^*iA^oiJ KO. 0 3 4 9ml^iTb 
Aio 3 0^> N, N-i?yfWA7;Kl0ml»^i 
*jSt*«*ffl*LA:a. N-yf-;Ut^7^>0.4 5 5ml^M 

9 0 °c-c-&ig# btco mm*®* by 1 h u * atK 

?aD^I/A-y^;-^ (9 5:5, v/v) & 
Hig|i<J:t)fttt&&l 7 6mg^#/: 0 * y 

8¥U 4 8££&ft&x?- *m&tt&tttttt&Lfc1lU SECT 
&&£S*L/c 0 f§£ftfciia£^>tf >-i>xf-;Ux-x;l/fr5 
SfefiU (Z) -4' - [ [4, i-i?7)\,*n-5- [2- 

(4-yf^-l-tX5^) if'Jf>] -2, 3, 4, 5 
-Thyb Kd- 1 H- 1 -'OXr-tf e>- 1 ->f *;u#x 
;H - 2 -7x-M>X7->J K2i£$tf£ 1 4 3mgW; 0 
R£: 1 5 9 - 1 6 2°C 

'H-NMR (5 p pm in DMSO-d 6 , TMSflgftliit) : 
2.15 - 2. 65 (If 2 H) , 2.83 (3H, s), 3. 10-3. 95 
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m 8 H) , 4. 1 7 ( 1 H. m) . 4. 5 6 ( 1 H. m) . 6. 4 0 
( 1 H. m) , 6. 8 2 ( 1 H, m) . 7. 0 1 ( 2 H, m) , 7. 2 1 
(1H, m) , 7. 2 4 - 7. 6 0 (§t 1 3 H) , 1 0. 3 4 ( 1 H, s ) . 
1 1. 5 5 ( 1 H. m) 

MS m/z (FAB) : 6 0 7 (M + + 1 ) 

i$mm 8 1 ) 

(Z) -2 - [1- [4- (2-b"7i-A*;^7;y) 
O7-fA0 -4, 4-^7;U^D-2. 3, 4, 5-fh7hK 
o-lH-1 -OXTW>- 5 ->T 'Jf>] x*y-^2 2 0 
mg&tfHJxf-^T S >0. 1 1 7ml £1&<t**U>l Omli: 
*»U MT^>^^t-;^o>J Ka 0 3.6m 1 *STlfc, 
3 0m N, N-^>m^AT; Kl 0 m 1 S-Jjllx., 

en ij 'J y 0. 3 5 0 m 1 £ira*. 9 0 °CT-&jf 

?ddWA-^;-;1 (9 5:5, v/v) igfflSIU 0 i!£8t^ 
Si 5 8mg*i/:, &^-e*n a o£y * y -^C*»U 4 SfcJS 

(Z) - 4' - [ [4, 4 -^7;l/:*a- 5 - [2- ( 1 - t'n »J 
if'Jf>] -2, 3, 4. 5-rh7tKn-lH-l 
-^<>XT4f h*>- 1 ->r;U] 7j;l/^x;i/] - 2-7x^;K>X 
Tx»j lmgSiifejIIIIflfttl/Tllfc, 

'H-NMR (dppra in DMSO-de, TMSrt8P«*) : 
1. 8 2 - 2. 1 2 (Sf 4 H) , 2.15-2.70 (2 H. s ) , 3. 0 5 
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-3.75 (H-7H), 4. 2 5 -4. 7 0 ( 1 H. m) , 6.27 ( 1 H, 
m) , 6. 7 0 - 6. 9 0 ( 1 H, m) , 6. 9 7 - 7. 6 0 (tl 4H), 

1 0. 2 0 - 1 0. 5 0 (ff2H) 

MS m/z (FAB) : 5 7 8 (M + + 1 ) 

(##0>J 1 0 ) 

Zfu I K2. 1 1 g£HI/X>3 0ml KgjjgU 0. SMfetffis 
*u^**)-t : f-)\' t Ji;? t JYY)\>x.ymm. 8 5ml *«TFU £ 
&(CT 1 BffffljfftLfco &l^TM - (4-7;^> , />f;l) -4, 
4-5>7^*n-2-. 3, 4, 5-f h7tFn-lH-l-^> 
XT-tfh*>- 5 6 2 4mg<Z> h^xy-vM h*i/x* >jg 
£ig&3 0ml *«TU 1 0BMH|*Lfc o El&*tt«c**lll!* 

•7hr77>(-i:ftU ?ddWA-^;-^ (9 7:3, V 
/v) ^£BSI5<J: *9 (E) - 4' - [ [5- ( 3 — ittf-A/T i J 
Df'Jf» -4, 4-5>7**o-2. 3. 4, 5-fb7tK 
d-IH-1 -^>XT-tff> 6 9 7mg^i/: 0 
■H-NMR (tfppm in CDC 1 , . TMS Was**) : 
1. 8 9 - 2. 5 0 (th 6 H) , 2. 1 6 ( 3 H, s ) , 2. 2 4 ( 3 H, 
s ) , 3. 2 4 ( 1 H, m) , 3. 7 8 ( 1 H, m) , 5. 0 1 ( 1 H, 
m) , 6. 3 4 ( 1 H, m) , 6. 3 8 ( 2 H, d) . 6. 7 5 ( 1 H. 
d ) , 7. 0 1 ( 2 H. d ) , 7. 0 9 ( 1 H, t ) , 7. 2 2 ( 1 H, 
t) , 7. 2 6 ( 1 H, d) 
MS m/z (EI) : 3 8 5 (M + ) 

mmm 8 2 ) 
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(E) -l- (4-rw<>w;i0 -5- (3-^^;ut 

U^D.h'iJfV) -4, 4 -^7;l/*n- 2, 3, 4, 5-f h 
7 b Fd - 1 H - 1 -^>XT-tr*e> 6 9 0 m gSO'o - 7 x-;U 
£H§I&4 3 0mg*ffl^#*flW8 tRiailcLTl«lttS5 2 Om 

>£iflX. (E) -4' - [ [4, 4-i?7^ta-5- (3-^ 
fA7;;yDf'Jf» -2, 3, 4, 5-fh7tFD-lH 
- 1 -'OXT-fcr h*>- 1 ->T ;U] - 2 -7x-iK 

'H-NMR (5 ppm in CDC 1 3 , TMSftgBfg^) : 
2. 2 9 - 3. 2 8 (If 1 2 H) , 4. 9 3 ( 1 H. m) , 6. 1 9 ( 1 H, 
m) , 6. 7 9 - 7. 5 8 («■ 1 7 H) , 7. 7 8 ( 1 H, m) , 1 2. 8 
2 ( 1 H, m) 

MS m/z (FAB) : 5 6 6 (M + + 1 ) 

immm 8 3 ) 

(Z) - [4, 4-^7^^-n-l- [4- ( 2 - 7i-iK> 
7;;] <> , /'f^-2 1 3, 4, 5-f !>7hFo-l 
H- 1 -^>XT-fe* h*>- 5 ->f Ut=>] St&3 0 OmgSO'4 - 

4U\ (Z) -4' - [ [4, 4 -^7;U*d- 5 - C [N->f- 

;i/-N- ( 1 -*f-&- 4 - b*^'j *;i//<*>r^] 

-2, 3, 4, 5-ff7tFo-lH-l -^>XT-b*h*>- 1 

-2-7x-M>X7-'J Kffi»£2 1 2 
mg^rlife^ B B H tLT#/-Co 
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H£ : 2 3 0 °C&± 

5c*^«ftt (C«tH«,N«0»F. • HC 1 • 1. 5H,0tLT) 



c% 


HJ6 


N% 


C 1 % 


F% 


67.06 


6.16 


7. 45 


4.17 


5.05 


67.14 


6.15 


7.41 


4. 65 


4.84 



•H-NMR (5ppm in DMSO-d e , TMSrt»flH*) : 
1. 3 2 - 1. 9 4 («• 7 H) . 2. 1 6 ( 2 H, m) , 2. 4 1 ( 2 H, 
m) , 2. 6 6 ( 1 H, m) , 2. 9 1 ( 2 H, m) . 2. 9 8 - 3. 4 6 
m 6 H) , 4. 0 3 ( 1 H, m) , 4. 5 2 ( 1 H, m) , 4. 8 4 
( 1 H. m) . 6. 7 7 ( 1 H, s ) , 6. 8 1 ( 1 H, m) , 7. 0 1 
( 2 H. m) , 7. 1 6 - 7. 5 9 (tt 1 4 H) , 1 0. 3 4 ( 1 H, s ) , 
10.5 3 (1H, m) 

MS m/z (FAB) : 6 8 9 (M + + 1 ) 

immm s 4 ) 

(Z) - [4, 4-i?7fr*a- 1 - [4- (2-7xiM> 
•/>r;U) J] A,-2, 3. 4, 5-fh7tFn-l 

H- 1 >Jf>] mm l 9 3mgMl - 

(4 - yf-^T ^ y) t^'J^>0. 0 7 8ml £HH\ H 
JfeflJl 1 tBI#®»^cj:»)»»tttLys:o :n^x^y-;b--; 
xf;H-f;l/<J:Off^^l\ (Z)-4'-[[4, 4- 
^7;U*n- 5 - [ [N-y^-N- ( 1 -yf-;l/- 4 - t*^ U 
^) *;Mt^fA] ^fl/>] -2, 3, 4, 5-fh7hKn 
- 1 H- 1 — ^>XTH?tT>- 1 ->f;U] - 2 - 7 x 

-^K^XT- V Omg^HSfeil^Sfri: LT#fc 0 

■H-NMR (<5ppm in DMSO-d«, TMSrt»«*) : 
2.65-3.54 (ff 1 1 H) , 2. 6 5 ( 1. 2 H, br), 2.74 
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( 1. 8 H, b r ) , 2. 7 5 ( 1. 2 H, s ) , 2. 9 1 ( 1. 8 H, s ) , 
3. 9 4 (0. 4 H, m) , 4. 4 9 (0. 6 H, m) , 4. 8 3 (1 H, m) . 
6. 7 7 - 6. 9 0 (if 2 H) , 7. 0 2 ( 2 H, m) , 7. 1 6 - 7. 6 2 

CfM 4 H) , 1 0. 1 9 (0. 4 H, s ) , 1 0. 3 0 - 1 0. 4 2 

(1. 6H, m) 

MS m/z (FAB) : 6 4 8 (M + + 1 ) 

mmm 8 5 ) 

(Z) -r [4, 4-^7;l/^D-l- [4- (2-7i-;^> 
7-fJU) y] ^>7-f*-2, 3, 4, 5-fh7tKD-l 
H- 1 -^X7^>-5->f'Jf>] ii2 2 OmgSO'3- 
T* y*??>J^>7 7ml*flH\ ftttftll 1 tH*0»fti:J: 

**TttV\ (±) - (Z) - 4 ' - [ [4, 4-^7^^o-5- 
[ [N- <3-*?^U^-;U) *^<*-f^] **l/>] -2, 
3. 4, 5 -T- hy t Kd- l H- 1 -'OXT-fcf b'>- 1 

-2-7ii;K>X7-'J K&tt&l 0 8mg£& 

'H-NMR (<5ppm in DMS0-d 6 , TMS^TO^) : 
1.7 5 ( 1 H. m) , 1. 8 9 ( 1 H, m) , 1. 9 8 - 2. 1 5 (It2 
H) , 2. 2 7 - 2. 7 0 (ff 2 H) . 2. 9 5 - 3. 4 5 (If 6 H) , 
3. 6 4 ( 1 H. m) , 4. 1 8 ( 1 H, m) , 4. 8 6 ( 1 H. m) . 

6. 5 8 ( 1 H, s ) , 6. 7 7 ( 1 H, m) , 7. 0 1 (2H, m) . 

7. 1 7 ( 1 H, m) , 7. 2 5 - 7. 6 0 (ft 1 3 H) . 8. 7 0 ( 1 H, 
m) , 1 0. 1 2 ( 1 H, m) , 1 0. 3 1 ( 1 H, m) 

MS m/z (FAB) : 6 4 7 (M + + 1 ) 

mmm s e > 



1 1 9 



WO 95/06035 



PCT/JF94/01409 



(Z) - [4. 4-i?7*tD-l- [4- [2- 
7x-;0 ^^/>f;t/] 7;>] 07^^-2, 3, 4, 5-x 
h7h Ko- 1 H- 1 -OXTWs- 5 --f >Jf>] gfcg&3 0 
Omg», HfiSfiWl 1 fcE«©»ftMiJ:9tttt*iLfco -ft 
^x^y-;i/-^x^^x-x;i/J:<}S^B B a ^fir^C\ (Z) - 4' 

- [ [4, 4-^7^*0-5 - [ (4 - s>yf-*T s «/ b*^>; 

y) *^#-*] y^U>] - 2, 3, 4, 5-fh7hKtJ-l 
H- 1 -OXT-tf f>- 1 --f *;l/5Hx;H - 2 - (2 -y 
fA7xiA) 'OXT-'J KII12 6 4mg£lSfe& H B B £: LT 

lk& : 2 1 0 °CJK± 
'H-NMR (dppm in DMSO-de. TMSflW**) : 

1. 3 8 - 1. 7 8 (If 2 H) , 2. 0 6 ( 3 H, s ) , 2. 1 0 ( 2 H, 

m) . 2. 6 6 ( 1 H, m) , 2. 7 1 ( 6 H, s ) , 2. 9 5 - 3. 2 2 
<lt2 H) , 3. 4 3 ( 1 H, m) . 4. 0 3 ( 1 H, m) , 4. 5 1 
( 1 H, m) , 4. 8 8 ( 1 H, m) . 6. 7 8 ( 1 H, s ) , 6. 8 0 
(1H, m) . 6. 9 9 ( 2 H. m) , 7. 0 6 - 7. 4 1 (If- 9 H) , 

7. 4 3 - 7. 6 2 (it 4 H) , 1 0. 2 3 ( 1 H, s ) , 1 0. 6 6 ( 1 

H, m) 

MS (FAB) : 6 6 3 (M* + 1 ) 

(Z) - [4, 4-^7^^-n-l- [4- [2- (2-y^ 
7x-;l/)'<> , /^t']7;;]^>7^^-2 I 3, 4, 5~r 
h7bFo-lH-l -OZTW>- 5 - -f 'J x > ] gM&2 3 
0mgSO'4-^yf;b7 ;;t^iji;>0.0 8 3ml $ 
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-<v^d f;i/x-f ;PJ:OIM****Ttti\ (Z) - 4' - [ [4, 

4 -i^l^n- 5 - [ [ (4 - f J*1-A,T I J fcf< 'J 
#x;l,] -2, 3, 4, 5 t Ka- l H- l - 

^>XT-tff>- l -><;i/] - 2 - /f-^'OXT- 

U Kttfttt I87mg t Uifco 

US! * : 2 0 4 - 2 0 6 °C 

jtrnftmrn (c 3 4H 3 6N 4 o 3 f 2 • hc i • 2H 2 o ttr) 





c% 


H% 


N*> 


C 1 % 


F% 




i 61.95 


6.27 


8.50 


5.38 


5. 76 


mm 


i 61.99 


6. 34 


8.21 


5. 40 


5. 68 



'H-NMR (dp pm in DMSO-d«, TMSflMl^) : 
1. 40- 1. 80 (tf2H), 2. 09 (2H, m), 2.42 (2H, 
m) , 2.6 7 (1H, m) , 2.7 1 ( 6 H, s), 2.98-3.21 
(tf-2 H) , 4. 0 6 ( 1 H. d ) , 4. 5 3 ( 1 H, d ) , 4. 8 9 
(1H, m) , 6.8 1 (1H, s) , 6.8 5 ( 1 H, d) , 7.0 9 
(2H, d) , 7.2 0 (1H, t), 7.2 5 - 7.4 4 (ff5H), 
7. 5 2 ( 1 H, d ) , 7. 5 8 ( 2 H, d ) , 10. 3 9 ( 1 H. s ) , 
1 0. 7 2 ( 1 H, m) 

MS m/z (E I ) : 5 8 7 (M + + 1 ) 
(H»J 8 8 ) 

(Z) - [4, A-i^yJlta - I - [4- [2- (2-^f-;U 
7i-W ^7^^]7;;]'<>7^h2, 3, 4. 5 - f- 
h7k Fd - 1 H- 1 -^yXT-H V>- 5 --f ';-r>] m&2 3 
OmgSD'4- U *JJ *jy 9 7. 5 m 1 H»i 1 

1 tmm®Jj&lz£t)i*mi&tLtz 0 :n^x^-;l-||if 
;U-^x^;ux-x;UJ;*3f?^ B ^Wl\ (Z) - 4' - [ [4, 
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4 -i?7Ji*a- 5 - [ [ (4 -fcf^U *JJ f^'j i?y ) ft/u*^ 
Jll -2, 3, 4, 5-fh7hKD-lH-l-^> 

X7t*f>- l ->f;u] - 2 - y ^;K>X7- y k 

1 6 6 m g t LTI#/io 

K£ : 1 9 4 - 1 9 6 °C 

ic**«f«[ (C 3 7H«oN40 3 F 2 • HC 1 • 1. 8H 2 0) 





c% 


H96 


N96 


C 1 % 


F96 




[ 63. 89 


6. 46 


8. 05 


5.10 


5. 46 




[ 63. 82 


6. 53 


7. 87 


5.26 


5. 37 



'H-NMR (5ppm in DMSO-d,, TMSrtSSI*) 
1. 3 2 - 1. 9 4 (H-7H). 2.15 ( 2 H, m) , 2.34 (3H, 
s ) , 2.43 ( 2 H, m) , 2.67 ( 1 H, m) , 2. 9 2 ( 2 H, 
m) , 3. 0 2 - 3. 4 9 (fh 6 H) , 4. 0 5 ( 1 H, m) , 4. 5 3 
( 1 H, m) , 4. 8 7 ( 1 H, m) , 6. 8 0 ( 1 H, s ) , 6. 8 5 
( 1 H, m) , 7. 0 9 ( 2 H, m) , 7. 2 0 ( 1 H, m) . 7. 2 5 
- 7. 3 4 (If 3 H) , 7. 3 5 ( 1 H. d ) . 7. 4 2 ( 1 H, d ) , 
7. 5 2 ( 1 H. d) , 7. 5 8 ( 2 H, d) , 1 0. 3 9 (2H. m) 
MS m/z (FAB) : 6 2 7 (M + + 1 ) 

cmmm 8 9 ) 

(Z) - [4, 4 -Z>7)l*a- 1 - [4 - (2-yh + ->^> 
*J<i )l) 7 ; >] s<l/ % /4 )l — 2, 3, 4, 5-fh7tKn-l 
H- 1 -KyXT-H¥>- 5->f'Jf>] mmz 0 Omg^fflK 

mmmi 1 kmmojimizxQi&wii&bvtzo znzz-* j 

i?4 v^atf^x-f^J:0»»**ff4l\ (Z) -4' - 
[ [4, 4 -iSDlta- 5 - [ C ( 4 - 'Jit^T I J fcfOJ *J 
j) **#-^] - 2. 3, 4, 5-f h7hFn-l 
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H- 1 -OXTW>- 1 ->OU] t/Jltf-Jl] -2-/ 

Kyxy-*) mm&2 7 Omg^ifeiOTfttLr#/:o 
'H-NMR (dppm in DMSO-de. TMSF*9§BJI*P) : 

1. 4 2 - 1.7 8 (ff-2H), 2.08 ( 2 H, m) , 2.42 ( 2 H, 

m), 2. 6 7 ( 1 H, m) , 2.72 (6 H, s), 2.99 - 3. 22 
(ff2H), &4 3 (1H, m) . 3.8 5 ( 3 H, s), 4.0 4 
( 1 H, m) , 4. 5 2 ( 1 H, m) , 4. 8 3 ( 1 H, m) . 6. 7 9 
( 1 H, s ) , 6. 8 3 ( 1 H, m) , 7. 0 2 - 7. 2 1 (If- 5 H) , 

7. 3 1 ( 1 H, t ) , 7. 4 4 - 7. 6 2 (ft 5 H) , 1 0. 1 9 ( 1 H, 

s ) , 1 0. 5 6 ( 1 H, m) 

MS (FAB) : 6 0 3 (M + + 1 ) 

cmmrn 9 0 ) 

(Z) - [1 - [4 - (2-xh + ^>'/>f;l,) 7;;] O 
yy;l/-4, 4 -^7;U*n- 2, 3, 4, 5-fh7bKo-l 
H- 1 -^>XT-tff>-5->r 'Jf>] WfMZ 0 Omg^fflK 

i>x.?)lJL-TJl£t)n&&£ftte\,\ (Z)-4'-[[4, 4- 
Wlltta- 5 - C [ (4 -Vt1-)l>T i J h'^'J >JJ) 
;H -2, 3, 4, 5-fh7hKD-lH-l-^> 

XT-tfb*>- l ->f;H #^tfx;U] - 2 -x h + i/^VXT-'J 

l 9 Smg&m&mfeM®#bLTntzo 
HA : l 8 l - l 8 6 °C 
•H-NMR (5 p pm in DMSO-d, , TMSrtW) : 
l. 3 5 ( 3 H. s ) , l. 4 0 - l. 8 0 (If 2 H) , 2.09 (2H, 
m) . 2. 4 7 ( 2 H, m) , 2. 6 8 ( l H, m) . 2. 7 0 ( 3 H. 
s), 2. 7 1 (3H. s), 2.9 5 - 3.5 4 (tf3H), 4.06 
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(1H. m) . 4.1 5 (2H, q) . 4. 5 3 ( 1 H, m) , 4. 8 6 
(1H, m), 6. 8 1 ( 1 H. s ) , 6. 8 4 ( 1 H, m) , 7. 0 2 
-7. 2 1 (IMH) . 7. 3 1 (lH.'t), 7. 4 4 - 7. 6 2 (IN H) , 
1 0. 2 0 ( 1 H, s) , 1 0. 7 6 ( 1 H. m) 
MS (FAB) : 6 1 7 (M*+ 1 ) 

cmmm 9 1 ) 

(Z) - [1- [4- (2-ih + ^>7-f^) TiJ] 
W;t>-4, 4-i?7)\,*a-2, 3, 4, 5-f h7tKn-l 
H- 1 -^>XT-tfh*>- 5->f 'Jf>] SS3 0 Omg», 

^x^;bx-x;Uck!9lf^ H B B ^4%\ (Z) - 4' - [ [4, 4 
-i;7;i^o-5- [ [N- (2-^yf;i7;;x^) 
*-f*] ^f-U>] -2, 3, 4, 5-fh7bKD-lH-l- 
^>XT-trh'>- 1 -4)V\ -2-xh*S"OXT 
-U HMtttl 5 7rag^MOTfttLT#/:o 
16 * : 1 4 0 - 1 4 4 °C 
'H-NMR (<5ppm in DMS 0- d , , TMSftSBil*) : 
1.3 6 (3H, s), 2.2 9 - 2.8 0 (ff2H), 2.80 ( 6 H, 
s), 2.9 7 - 3.2 4 (if3H), 3.53 ( 2 H, m) , 4.15 
(2H, q) , 4. 8 9 ( 1 H, m) , 6. 5 6 ( 1 H, s), 6.8 0 
(1H, m) , 7.02-7.21 (H-5H), 7.29 ( 1 H, t), 
7. 3 7 ( 1 H, d ) , 7. 4 8 (1H, t ) , 7. 5 5 ( 2 H, d ) , 
7. 6 3 ( 1 H, d) , 8. 6 9 ( 1 H, t ) , 1 0. 1 9 ( 1 H, s ) , 
1 0. 6 1 ( 1 H, m) 
MS (FAB) : 5 7 7 (M + + 1 ) 

cmmm 9 2) 
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(Z) - [4. 4-i?7)\,*a- 1 - [4- (2--f77 , D^ 
•>^>*/>f;U) T * y] O 1 /^- 2, 3. 4, 5-fh7tF 
a- 1 H- 1 -"OXT-fcf£>- 5 -^f Ux>] P$M^2 4 0 

y -Jl- m y 7a e;i/x-f ;u<J: Dff8A*ffttV\ (Z) 

-4' - [ [4, 4 -^7;t/*o-5- C [ (4-^/f-^T^y 
h'^'JiV) #;U*'x;U] yf-l/>]-2, 3. 4, 5-f h7b 
Ko-lH-1 -^>XT-tf f>- 1 ->OI>] #;i/#x;l,] - 2 - 

'H-NMR (5ppm in DMSO-d, , TMSMIf) : 
1. 3 1 ( 6 H. d ) . 1. 4 0 - 1. 8 0 (fh 2 H) , 2. 0 8 ( 2 H, 
m) . 2. 4 2 ( 2 H. m) , 2. 6 7 ( 1 H, m) , 2. 7 2 ( 6 H, 
s ) , 2. 9 9 - 3. 2 2 (If 2 H) , 3. 4 3 (1H, m) , 3. 8 5 
( 3 H, s ) , 4. 0 4 ( 1 H, m) , 4. 5 3 ( 1 H, m) , 4. 7 3 
( 1 H, m) , 4. 8 6 ( 1 H, m) , 6. 8 1 ( 1 H, s ) , 6. 8 4 
( 1 H, m) , 6. 9 8 - 7. 3 6 (If 5 H) , 7. 3 1 ( 1 H. m) , 
7. 4 2 - 7. 7 0 (ff- 5 H) , 1 0. 1 9 ( 1 H. s ) , 1 0. 7 7 ( 1 
H, m) 

MS (FAB) : 6 3 1 (M + + 1 ) 
(H»J9 3) 

(Z) - [4, 4-iS7Jl*a- 1 - [4- (2->TV^n#* 
•>^>7>f^) TU] ^>7>f^-2, 3, 4, 5-fh7tF 
n-lH-1 -^>XT-tfh*>- 5 ->f 'J-r>] ftft 2 4 0mg£ 

hh\ unroll i b®m®iimz*mm&tbtco :n^y 

-^-^^vya^x-f^ji^^^lv (Z) - A' 



1 2 5 



WO 95/06035 



PCT/JP94/01409 



- C [4. 4-i>7Jltn-5- [ [N- (2 - *J it JIT i J x 

*;l//<*>f ;U] - 2, 3, 4, 5-fF7tF'a 

- i h- i -<>XT-tre>- i ->r ;u] *;u^-;t,] - 2 --r v 

^a^^>X7-iJ Kig®igl 5 7mg*Jife«JgH»tU 

'H-NMR (5ppm in DMS 0 - d , , TMSlWWO : 
1.3 2 (6H. d) , 2. 2 4 -2. 8 0 (ff2H). 2.80 ( 3 H, 
s), 2.81 (3H, s). 2.95- 3.24 (tf3H), 3.52 
( 2 H, m) , 4. 7 3 ( 1 H, m) , 4. 9 1 ( 1 H, m) , 6. 5 8 
( 1 H, s ) , 6. 8 0 ( 1 H, m) , 7. 0 1 - 7. 4 1 (ff7 H) , 
7. 4 2 - 7. 5 8 (ff3H) , 7. 6 5 ( 1 H, d ) , 8. 6 6 ( 1 H, 
t) , 1 0. 1 8 ( 1 H, s) . 1 0. 3 6 ( 1 H, m) 
MS (FAB) : 5 9 1 (M + + 1 ) 

tmmm 9 a ) 

(Z) - [4, 4-^7^*0- l - [4- (3-^ h*-><> 
y] Ky'S4)l- 2. 3, 4, 5-fb7hKn-l 
H- 1 -^>X7t* tT> - 5 ->T 'Jf>] ftttS 0 0mgSCF4- 

i?yw;;kxiji?>o.i 3 4mi*ffli\ n»ji itmm 

b-i?4'J'7at t )\,x.-TJl*t)ni&jk&ifKl\ (Z) - 4' - 
[ [4, 4 -S?7;l/*o- 5 - [ [ (4-i?/W;;tXiJ-^ 
**jJC=:;U] /*l/>] -2, 3, 4, 5-fh7tKo-l 

h- 1 -s<yXT-et°>- 1 ->r;i/] *;i/.-f?-;i/] -3-n + -> 

^>X7-'J KiSSig2 7 0mg*Sfc s 
■fcjft : l 7 8 - l 8 2 *C 
'H-NMR (<5 p pm in DMSO-d 6 , TMSftSBS*) : 
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1.3 8 - 1. 8 0 (H-2H) , 2. 1 0 ( 2 H, m) . 2. 4 3 ( 2 H, 
m), 2.68 (1H, m), 2.71 (6H, s), 2.98-3.23 

(ff2H). 3.4 4 (1H, m) , 3.8 8 ( 3 H, s), 4.0 6 
( 1 H, m) , 4. 5 3 (1H, m) , 4. 8 8 ( 1 H. m) , 6. 8 0 
(1H, s) , 6.8 4 (1H, m) , 7.0 6 -7. 2 4 (IMH), 

7. 3 1 ( 1 H, t ) . 7. 3 8 - 7. 5 6 (tf 4 H) , 7. 6 3 ( 2 H, 

m) , 1 0. 3 3 ( 1 H, s) , 1 0. 8 1 ( 1 H, m) 

MS (FAB) : 6 0 3 (M*+ 1 ) 

mmm 9 5 ) 

(Z) - [ 1 - C4 - (2-?dd^>^;1) 7;;] *C>7 
-01/-4, 4 -^yJlta- 2, 3, 4, 5-xh^hKn-lH 
- 1 -^>XT-tf h° >- 5 --f Ux>] Bfc&7 8 8mg&tf4 
y^;UT i;^iJ^>0.1 3 4ml ^££09 1 1 tmmo 

LT> (Z) - 2-^dd-4' - [ [4, 4-i?7A,*a-5- 
[ [ (4 - 9 J**frTl J h'^U SV) - 

2, 3, 4, 5-xh-7hKn-lH-l-^>XT-tff>-l- 

>f;H **#x;i,] ^>* 7 ^.j Kttfttt 1 7 2mgW:, 

R£ : 1 8 1 - 1 8 6 °C 
'H-NMR ((Jppm in DMSO-d 6 , TMSlWH^) : 

1.4 0 - 1.8 0 (ff2H), 2.09 (2H, m) , 2.4 3 (2H. 
m) , 2. 6 7 ( 1 H, m) , 2. 7 1 ( 6 H, s ) , 2. 9 5 - 3. 2 2 

(tf 2 H) , 3. 4 3 ( 1 H, m) , 4. 0 6 ( 1 H, m) . 4. 5 3 
( 1 H. m) , 4. 8 7 ( 1 H, m) , 6. 8 2 ( 1 H, s ) , 6. 8 5 
( 1 H. m) , 7. 1 0 ( 2 H. m) . 7. 2 0 ( 1 H. t ) , 7. 3 1 
( 1 H. t ) , 7. 4 1 - 7. 6 3 (It 7 H) , 1 0. 6 1 ( 1 H, m) 



1 2 7 



WO 95/06035 



PCT/JP94/01409 



MS (FAB) : 6 0 7, 6 0 9 (M + + 1) 
(£ttfll9 6) 

(Z) - [1 - [4- (3 -^noOVWXO T> y] <yV 
4-V7)Wra- 2, 3, 4, 5-fh7tKn-lH 

- 1 -^>XT-tfe>- 5 --f 'Jf>] ffci&3 0 0mg&tf4 -5> 

y ^;ut $ y tr^ »j y o. 1 3 4 m 1 mmm 1 1 

£&lw J: U ^ V^d/nV 5>xf-A,x— f 

fcflfl:LT> (Z) - 3-?on-4' - [ [4. 4-^7^^-n 

- 5 - C [ (4 -^y^UT $ y fc^oj i*y) *;t/^-;H y^u 
>] -2, 3, 4, 5 -xh^t Kn- 1 H- 1 -^>XT4f f> 

- 1 — r **#x;i,] 'OXT-iJ TOMHfcl 4 0mg£&fe 

'H-NMR (ippm in DMS 0 - d . , TMSflOT^) : 
1. 4 0 - 1.8 0 (tf"2H). 2.08 ( 2 H, m) , 2.43 ( 2 H, 
m) , 2. 6 7 ( 1 H, m) ; 2. 7 3 ( 3 H, s ) , 2. 7 4 ( 3 H, 
s) , a 0 2 - 3. 2 2 (ff-2H) , 3. 4 4 ( 1 H, m) , 4. 0 6 
( 1 H. m) , 4. 5 4 ( 1 H, m) . 4. 8 7 ( 1 H, m) , 6. 8 0 
( 1 H. s ) , 6. 8 4 ( 1 H, m) , 7. 0 6 - 7. 2 2 ffi 3 H) , 
7. 3 1 ( 1 H, t ) , 7. 4 8 - 7. 6 9 (ft 5 H) , 7. 8 6 (1H, 
d ) , 7. 9 5 ( 1 H, s ) , 1 0. 2 2 ( 1 H, m) , 1 0. 4 3 ( 1 
H, s) 

MS (FAB) : 6 0 7, 6 0 9 (M + + 1 ) 

(Z) -4, 4-P7)l*n- [1- [4- (2--hn<>'/ 
-OlO 7; y] Ky*J4A,-2, 3, 4. 5-fh7tKn-lH 
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mm i i tmmoijmzjLQtmmku i^;-^-^xf;u 

-7-)lfrt>m&itLX, (Z)-4'-[[4, 4-i?7;l/^n- 
5 - C C (4 -i?/f-*T i J e^u s>y) 
-2, 3, 4, 5-f h7bKD-lH-l-^>X7t*f>-l 
->f;H - 2 h n<>XT- 'J K&Btt 1 8 8 m 

'H-NMR (<5 p pm in DMSO-d 8 , TMSPtfBfll*) : 
1. 4 0 - 1. 8 0 (If 2 H) , 2. 1 0 ( 2 H, m) . 2. 4 3 ( 2 H, 
m) , 2. 6 7 ( 1 H, m) , 2. 7 0 ( 3 H, s ) , 2. 7 1 ( 3 H, 
s ) , 3. 0 2 - 3. 2 4 (If 2 H) , 3. 4 0 ( 1 H. m) , 4. 0 5 
( 2 H, m) , 4. 5 3 ( 1 H, m) , 4. 8 8 ( 1 H, m) , 6. 8 3 
( 1 H, s ) . 6. 8 6 ( 1 H, m) , 7. 1 1 ( 2 H, m) , 7. 2 2 
(1H, m) , 7. 3 2 ( 1 H, t ) , 7. 5 2 ( 2 H, m) , 7. 7 4 

- 7. 7 8 (If 2 H) , 7. 8 6 ( 1 H, t ) , 8. 1 4 ( 1 H, d d ) , 
1 0. 7 6 ( 1 H, m) , 1 0. 8 0 ( 1 H, s ) 

MS (FAB) : 6 1 8 (M + + 1 ) 

(mmm 9 8) 

(Z) - [ 1 - [4 - (2-T;;^y/^^) J] 
4)1-4, 4-i?7)ltv-2, 3, 4, 5-f F^tFo-lH 

- 1 -KyZTWy- 5-4 »Jx>] mm* 4 0mg£8H\ H 

mm \ i tmmoijmz&t) (z) -2-n j-a' - c [4- 

i?7)l*a- 5 - [ [ (4 -itt^JlT * J f^'J 9 J) tJltf- 
)ll ^f-l/V] -2, 3, 4, 5-f h7h Kn- 1 H- 1 -O 
XT-tff>- 1 -4JV\ #;t/tf'-;H a:>xt-U K 3 7 2mg£ 

'H-NMR ( <5 p pm in DMS 0- d , . TMSAM40 : 



l 2 9 



WO 95/06035 



PCT/JP94/01409 



1.3 9 - 1. 5 7 (H-2H), 1.8 6 ( 2 H, m) , 2.2 9 ( 6 H, 
s), 2.10-2.80 (INH), 3.0 0 - 3. 4 2 (tf2H), 

3. 9 7 ( 1 H, m) , 5. 0 1 ( 1 H, m) , 5. 4 7 ( 1 H, s ) , 
6. 3 2 ( 1 H, s ) , 6. 6 6 - 6. 7 7 (fff-3 H) . 7. 0 6 - 7. 7 0 
(H-5H), 7. 3 5 - 7.5 0 (ff4H), 8.01 ( 1 H. m) 
MS (FAB) : 5 8 8 (M + + 1 ) 

mmm 9 9 ) 

(Z) - [4, 4-iS7J\,*n- 1 - [4- [2- (2, 5-i> 

y^;pen-;i/- i ->o\,) ri y] ovjji- 2, 

3, 4, 5 - f h5 h Kd - 1 H- 1 -OXT-tf t*>- 5 — -T 'J 
x>] »»3 8 0mg*SV\ H«fi0U 1 tl^#0^&(ri:(9 (Z) 
-4' - [ [4, 4-^77U^-d-5- [ [ (4 -i>/?)\,7 I J 
f'OJ *JJ) yf-b>] - 2, 3, 4, 5-fh7t 

Kd- l H- 1 -^>XT-tff>- l ->r;i/] *;t,>t:-;u] -2- 
(2, 5 -S^f^fcTn-*- l ->T^) *C>;*T-U F3 0 9 

'H-NMR (5ppra in CDC1,, TMSflWif) : 

1.4 2 - 1.5 9 (H-2H), 1.91 (2H, m) , 2.18-2.80 
(U-2H), 2.2 9 (6H, s), 2.3 9 ( 1 H, m) , 2.7 4 

( 1 H, m) , 3. 9 7 ( 1 H, m) , 4. 6 2 ( 1 H. m) , 6. 0 8 

(1H, s), 6. 3 4 (1H, s), 6. 7 0 ( 2 H, m) , 7.0 6 

- 7. 1 8 (IN H) , 7. 2 2 ( 1 H, t ) , 7. 3 8 ( 1 H, d ) , 

7.5 5 -7.6 6 (ff2H), 8.35 ( 1 H, dd) 
MS (FAB) : 6 6 6 (M + + 1 ) 

cmmm 1 o o ) 

(Z) - C4. 4-^:7**0-1- [4- [2- (1H-1. 
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)l-2, 3. 4. 5-r h7t Fn- 1 H- 1 -'OXT-tf fc?>- 
5-4 U-r>] i^HS 0 0mgSO : 4-iJyf;l'7; y b'^'J 

0. 1 5 6m 1 £flH\ HJIflJl 1 ilTOO^f&KJ: O&St&i: U 
i^y-^-^xf-4/X—3P^6|jf*fl:LT, (Z) -4' - 

[ [4, 4 -S>7**d- 5 - [ [ (4 -'J/tJlTi J tT^'J 5> 
y) **#x;U] - 2. 3, 4, 5-fh7bKo-l 

H- 1 -KyXTWy- l ->f *;l/#x;t,] - 2 - ( 1 H- 

1, 2, 4- HJT7-;b- 1 --f;l0 'OXTxy 4 

Sfc.&: 1 9 0 - 1 9 3°C 
'H-NMR (5ppm in DMS0-d 6 , TMSP3SBif) : 

1. 3 8 - 1.8 0 (ff2H), 2.0 9 ( 2 H, m) , 2.4 2 ( 2 H, 
m) , 2.6 7 (1H. m) , 2.7 0 (3H, s), 2.7 1 ( 3 H, 
s ) , 2. 9 6 - 3. 2 1 (If 2 H) , 3. 4 4 (1H, m) . 4. 0 4 

( 1 H, m) , 4. 5 2 ( 1 H, m) , 4. 8 6 ( 1 H, m) . 6. 7 5 

( 1 H, s ) , 6. 8 3 ( 1 H, m) , 7. 0 5 ( 2 H, m) . 7. 2 0 

( 1 H. t ) , 7. 2 9 ( 1 H, t ) , 7. 4 2 ( 2 H, m) , 7. 5 1 

( 1 H, d ) , 7. 5 9 - 7. 7 4 (fM H) , 8.0 7 (1H, s ) , 

8. 9 0 ( 1 H. s ) , 1 0. 5 1 ( 1 H, s ) , 1 0. 8 1 ( 1 H, m) 

MS (FAB) : 6 4 0 (M + + 1 ) 

mmm 1 o 1 > 

(Z) - [4, 4 ->JV)\,*X3- 1 - [4- [2- (1H-1, 

2, A-Y U7"/-;u- i ->r;u) ?;;] 

)i>-2, 3, 4, 5 —t Vyh K o - 1 H - 1 -O XT -tf h° > - 
5--f 0 OmgSWf^T; >£9£ 1 1 5mg 
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-^x^^x-x^b^fbbT. (Z) -4' - [ [4. 4- 
^7;U^a-5- (N-yf )Ij<*>( Jl*1-Uy) - 2, 3, 
4, 5-f F7tKn-lH-l -^>XT-tff>- # 
- 2- (lH-l, 2, 4 - h UT7-*- l --f Jl) 
KyXT-V Kl 9 0mg*#/:„ 
It* : 2 l 0°CJ£l± 
"H-NMR (<5ppm in CD C l , , TMSflgj^O : 
2. 4 l ( l H. m) , 2. 9 4 and2. 9 5 (If 3 H each s ) , 2. 9 
6 ( l H. m) . 3. 2 3 ( l H, m) , 4. 9 6 ( l H, m) . 6. 3 
6 (lH, s), 6. 57 (lH, d). 6. 70 (2H. m), 7. 0 
0 - 7. I 6 (If 4 H) . 7. 2 2 - 7. 3 2 (ST 2 H) , 7. 3 5 - 7. 7 

0 (fNH), 8. 0 2 (lH, s). 8. 3 1 ( 1 H, s), 9.7 8 
(1H, m) 

MS (FAB) : 5 4 3 (M + + 1 ) 

(mmm \ o 2) 

(Z) - [4, 4 -s>7;u*d- 1 - [4- [2- (iH--rs 
y7-;t>- 1 --010 *c>7-f 7;;] 2, 3, 

4, 5-f h7hKa-lH-l -OXT-G 5 ->f 'J 
ftftl 0 0mgWV^DW;>5 6mg£fflV\ Uli 1 

1 tP^O^IwJ:*) (Z) - 4' - [ [4, 4-5>7**d-5 

- (N->T vynlf;U*;M*>r^yf-U» - 2. 3, 4. 5- 
fh7t Kn- i H- 1 -'OXT-fcf e>- l -^r;i/] 

- 2 - (lH-^f; ^7-;U- 1 - ^f;lO 'O^T-U F2 3 3m 

'H-NMR (5 p pm in C D C 1 , , TMS AM**) : 
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1. 2 2 (6H, d) . 2.1 5-2.70 (ff2H) , 3. 2 9 (1H, 
m) , 4. 1 7 ( 1 H, m) , 4. 8 0 ( 1 H, m) , 6. 0 1 ( 1 H, 
m) , 6.3 0 (1H, s), 6.6 6 ( 1 H, m) , 7.00-7.38 

(fM 0 H) , 7. 4 0 - 7. 6 2 (If 3 H) . 7. 6 9 (1H, s ) , 
7. 7 9 ( 1 H. d) 
MS (FAB) : 5 7 0 (M*+ 1 ) 

(gttffll 0 3) 

(Z) - [4, 4-<J7)\,*a- 1 - [4- [2- (2-x^;U 

-l H->r s 9 % j-h- i -jji) iyv>oi] y] "0*/>r 

;i/-2, 3, 4, 5-rF7hFn-lH-l -OXT-tr t'> - 
5--f'Jf>] ft»1.0g&CfT>*-T*5ml*flil\ fgffiftl 
1 1 kmWJS&lZl:*) (Z) - 4 ' - [ (5 
U>^2, 3, 4, 5-xh5tKo-4, 4-^7^tn-lH 
- 1 -^>X7* t°>- 1 --f -2 - ( 2 -xf 

1 H--T ^ 1 ->OtO ^OXT-U K 6 8 3mg£ 

It* : 2 9 0°CJSa± 

Ttmfrmm (Cs,h 2 ,NsOsF 2 • ojh.o) 







H% 


N% 


F96 


w*tt 


66. 37 


4.96 


12. 48 


6. 77 




66. 35 


4. 97 


12. 53 


6. 70 



'H-NMR (dppm in DMS 0 - d . , TMSflSBEUSO : 
1. 0 4 ( 3 H, t ) , 2. 4 0 ( 2 H. q) , 3. 0 6 ( 1 H, b r ) . 
4. 8 7 (1H, br), 6. 4 8 ( 1 H, s), 1 0. 3 9 ( 1 H. d) 
MS (FAB) : 5 5 6 (M*+ 1 ) 

(Uttfl 10 4) 
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(Z) - [4, 4-i?7)l,*a-\- [4- [2- (2-x^;u 

- i H--r s i --f;u) ?;;] "ovw 

Jl-2, 3, 4, 5-fh7tKD-lH-l -OXT-tf e>- 
5 ->f 'Jf>] ft$0. 5 g&CM 0%y^;l/T * 

»n i tmmoismz**) cz) - 2- (2-x^-ih- 

i 1 ->r;i/) - 4 ' - [ (5 -N-y 

;M^l/>-2, 3, 4. 5-fh7kKn-4, 4-^7;l/^o 

- 1 h - 1 -^<>XT-tfe>- 1 -jji) 77;u^-;u] a:>xt- 
'J K 4 2 5 m g £#fc 0 

M& : 2 9 0°CJBU: 



C96 


H9<> 




F% 


ff-»ffi 67.48 


5.13 


12. 30 


6. 67 


mmm 67.19 


5. 30 


12. 32 


6.61 


'H-NMR Uppm 


i n 


DMSO- 





1.04 (3H, s), 2.38 ( 2 H, q) , 2.6 5 ( 1 H, br), 
3.0 4 (1H, br), 4.8 8 ( 1 H. b r ) , 6. 5 0 ( 1 H, s), 



8. 2 0 ( 1 H, m) , 1 0. 3 8 ( 1 H, s ) 
MS (FAB) : 5 7 0 (M + + 1 ) 

cmmm 105) 

(Z) - [4, 4-^7^^-0-1- [4- [2- (2-^)1 

- 1 H->r ^ 1 - M ?;;] 

Jl-2, 3, 4, 5-fh7bFn-lH-l XT -tf t' > - 

5 --f Ux>] it$0. 5 gM->^o^D t*7UT ;>0.0 7 4ml 
£Jfll\ 1 fcH«©35r»CJ:*) (Z) -2 - 

- 1 H-^r s yy-fr- 1 - 4 ' - [ (5 -n-^;u# 
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)\,'<*J J\,/3-i/>- 2. 3, 4, 5-f h7tKn-4, 4-S? 

>X7-iJK3 2 5mg*f|fco 
i&& : 2 6 0 °CJ^± 



TC^^fiS (C. 4 H„N«0,F,) 





C96 


H% 


N96 


F% 




68.56 


5.25 


11.76 


6. 38 




68. 48 


5. 35 


11.80 


6. 35 



'H-NMR (5ppm in DMS 0- d e , TMS ftSBSSifc) : 
0. 4 6 (2H, m) , 0. 6 7 (2H, m) , 1. 0 4 ( 3 H, t) , 
2.4 0 (2H, q) . 3.0 4 ( 1 H, br), 4.8 7 ( 1 H, br), 
6. 4 8 (1H, s) , 8. 3 5 ( 1 H. d), 1 0. 3 8 ( 1 H, s) 
MS (FAB) : 5 7 0 (M + + 1 ) 

cmmm 1 o 6 ) 

(Z) - [4, 4 -$>7;l/*n- 1 - [4- ( 2 - j* x- 
;I0 T*1-)\,Tl y] OVUl- 2. 3, 4, 5-f h7hKn 
- I H - l -^>XT-tff>- 5-^ 'Jf 1 ^] mWL2 8 OmgW 
4 -i?^f^7 * y h^U v?>0. 152ml £ffll\ Uli 1 1 i: 
1^ 0&$tfMt U J i?i.1-)\,x.-7-frfr h 

fee B H fkLT, (Z) -N- [4' - [ [4, 4-i?7;U^D-5- 

[ [ (4 -i^/i-Jin j tvoj tui^a-jui - 

2, 3, 4, 5-fh7b Ko- l H- l -OXT-tft>- l - 
-OH #;u#x;i,] 7xx;u- 2 -i h + ->7i-^7t^ ^ Ktt 

&igl 7 3mg£#fc 0 
tt£ : l 8 6 - l 9 l°C 
•H-NMR (dppm in DMSO-d,, TMSflSlOTO : 
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1. 3 9 - 1.7 7 (ff2H), 2.07 ( 2 H, m) , 2.26 ( 3 H, 
s), 2.4 1 (1H, m) , 2.6 6 ( 1 H, m) . 2.7 0 ( 3 H, 
s), 2.72 (3H, s), 2.97- 3. 21 (ft2H) , 3. 4 2 
( 1 H, m) . 3. 6 6 ( 2 H, s ) , 4. 0 4 ( 1 H, m) , 4. 5 2 
( 1 H, m) . 4. 8 7 ( 1 H, m) . 6. 7 6 ( 1 H, s ) , 6. 8 0 
(1H, s ) . 7. 0 4 ( 2 H, m) , 7. 0 8 - 7. 2 5 (ft" 5 H) , 
7. 2 8 ( 1 H, t ) , 7. 4 4 ( 2 H, m) , 7. 5 0 (1H, m) . 
1 0. 3 3 ( 1 H, s ) , 1 0. 4 8 ( 1 H, m) 
MS (FAB) : 6 0 1 (M + + 1 ) 
(Jtlfiftll 0 7) 

(Z) - [4, 4-i>7)l*a- 1 - [4- (2-/h + i/7x 
T*T>lTi y] *c>y-f;p-2, 3, 4, 5-fh7tF 
d-IH-1 -^>XT-fe*f>-5 --f 'Jr>] SSI2 8 OmgS 

4 -i?y^;i/T$ y twj s?>o. 1 5 2m 1 &m\ mmm 1 1 
tmm^mzx vmmmt u **y -Jxf^x-f^^ 

SfefiftLT, (Z) - 4' - [ [4. 4-i?7;l/^u-5- C [ 
(4-i?^f;b7;;bXiJi;;) rt^tfxwb] y^b>] -2. 
3, 4, 5 -r Yv t Kn- l H- 1 1 

1 t/)l#^)\,] - 3 -yf;Hfn-^- 2 Kig&& 

2 3 0 m g £Wco 
i&£ : 1 8 3 - 1 8 8 °C 

'H-NMR (5ppm in DMSO-d 6 , TMSflOTUP) : 
1. 4 0 - 1. 8 0 (ff 2 H) , 2. 0 9 ( 2 H, m) , 2. 4 1 ( 2 H, 
m), 2.66 (1H, m), 2.70 (6H, s), 2.98 - 3. 21 
(H-2H), 3.4 3 (1H. m) , 3.6 0 (2H, s), 3.7 3 
( 3 H. s ) , 4. 0 5 ( 1 H, m) , 4. 5 2 ( 1 H, m) , 4. 8 7 
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(1H, m), 6. 7 7 ( 1 H, s ) , 6. 8 1 ( 1 H, m) , 6. 8 8 
( 1 H. t ) . 6. 9 6 ( 1 H. d ) , 7. 0 3 ( 2 H, m) , 7. 1 3 

- 7. 8 2 («■ 5 H) , 7. 4 2 - 7. 5 I (fh 3 H) , 1 0. 2 1 ( 1 H, 

s ) , 10.7 3 (1H, m) 

MS (FAB) : 6 1 7 (M + + 1 ) 

mmm 1 o 8 > 

(Z) - [4, 4-5>7**n-l- [4- (2-h'J7A*a 

y^^>v>r;i/) r ^ y] ^>7>r;u- 2, 3, 4, 5-f 

h Kn- 1 H- 1 -'OXT-tf h 4 >- 5 'Jf>] KH3 0 Om 
gRO f 4-^yf-^T5y f^'J^>0. 1 2 4ml*fll\ H»J 

h-;i,x-x;^^^B H B <bUT. (Z) -4' - [ [4, 4-5>7* 
^-n-5- [ [ (4 -9t+*'T $ y tWJ iV) # ^] /• 
-2, 3, 4, 5-fF7tKn- lH-l-^>X7-tf 

'H-NMR ( 5 p pm in DMSO-d 6 , TMSMf) : 
1.4 0 - 1.8 5 (ff2H), 2.10 ( 2 H, m) , 2.4 3 ( 2 H, 
m) , 2.6 6 (1H, m) , 2.7 0 (6H, s), 2.95-3.22 
(If 2 H) , 3. 4 3 ( 1 H, m) , 4. 0 6 ( 1 H. m) , 4. 5 3 
(1H, m), 4. 8 8 ( 1 H, m) , 6. 8 2 ( 1 H, s ) , 6. 8 6 
( 1 H, m) , 7. 1 1 ( 2 H. m) , 7. 2 1 ( 1 H, t ) , 7. 3 2 
( 1 H, t ) , 7. 5 3 ( 3 H, m) , 7. 6 6 - 7. 8 0 (tf 3 H) , 
7. 8 3 (1H, d) , 10. 6 8 ( 1 H. s), 1 0. 8 5 ( 1 H, m) 
MS (FAB) : 6 4 1 (M + + 1 ) 
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(mmm 109) 

(Z) - [4, 4-^7^*0-1- [4- ( 1 -i-7 3-)lt>J\, 
7;;] ^>7>f;l-2 1 3, 4, 5-fh5tKD-l 
H- l -lyXT-VVy- 5 ->T ffc$?2 6 OmgSO'4 - 

•;yf;i/7;;txij-?>ai 1 2mi£/fH\ fgffiffli 1 tra* 

(Z) -N- [4' - [ [4, 4-^7;U*n-5- [ [ (4-^ 
yf-;ur * j tWJ iV) *;u#x;i/] u>] - 2, 3, 4, 
5-ff?b Ko- l H- l -OXT-b*f>- l ->f;U] 

:iz;i/t7n>- l -JfrJl/tf*"** Kitlltl 8 Omg 

it * : l 9 6 - 2 0 l e C 
'H-NMR (dpprn in DMSO-d«, TMSflgtf^*) : 

l. 3 6 - l. 8 l (ff 2 H) , 2. I 0 ( 2 H, m) , 2. 4 4 ( 2 H, 

m) , 2.6 8 (lH, m) , 2. 7 l ( 6 H, s), 3.04-3.22 
(ff 2 H) , 3. 4 4 ( l H, m) , 4. 0 7 ( l H, s ) , 4. 5 4 
( l H, m) , 4. 8 9 ( l H, m) , 6. 8 3 ( l H, s ) , 6. 8 8 
(lH, m) , 7. I 3 ( 2 H. m) , 7. 2 2 ( l H, t ) , 7. 3 3 
( l H, t ) , 7. 5 0 - 7. 7 6 (ff7 H) , 8. 0 0 - 8. I 6 (If 3 

H) , l 0. 6 8 ( l H, s ) , l 0. 7 6 ( l H, m) 

MS (FAB) : 6 2 3 (M* + l ) 

cmmm 1 1 o ) 

(Z) - [4, 4 -i?7A,*n- l - [4- ( l - / fa 'J 40 
7iy] / ^>7 > fil'-2, 3, 4, 5-fh7t Fd-IH-I- 
KyXTWs- 5 Ur>] ^3 0 0 m g&tf 4 - 
71 J b'^'J^VO. 1 4 2ml^ffil\ HSfeftll 1 £E8<D;fr£K 
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(Z) -N- C4' - [ [4, 4-^7;i/*n-5- [ [ ( 4 - 2> 
J? JIT i J f'OJ "J J) ft y^U>]-2, 3. 4. 

5-fh7h Ko- i H- l -^yXTM e>- l --r;i/] ft;i/# 
x;t,] 7x^l/-i-yf;i/h , D-;t,-2-*;l/mi 
2 3 3 m g £#fc 0 
gfc.£ : 1 9 5 - 1 9 8 °C 
'H-NMR (6 p pm in DMSO-d,-, TMSMMMO : 
1.4 0 - 1. 8 0 (tf"2H), 2.42 ( 2 H, m) . 2.67 ( 1 H, 
m) . 2. 7 2 ( 6 H, s ) , 2. 9 6 - 3. 2 3 (If 2 H) , 3. 4 3 
(1H, m) . 3. 8 3 ( 3 H. s ) , 4. 0 6 ( 1 H, m) . 4. 5 3 
( 1 H. m) . 4. 8 7 ( 1 H. m) , 6. 0 7 ( 1 H, t ) , 6. 7 9 
( 1 H, s ) , 6. 8 3 ( 1 H, m) , 7. 0 0 ( 2 H, d ) , 7. 0 6 
( 2 H, m) . 7. 1 8 ( 1 H. t ) , 7. 3 0 ( 1 H, t ) , 7. 5 1 
(1H, d) , 7.5 5 (2H. m) , 9. 8 2 ( 1 H, s) , 1 0. 4 
2 ( 1 H, m) 

MS (FAB) : 5 7 6 (M*+ 1 ) 

mmm 1 1 1 ) 

(Z) - [4. A-i?7)l*a- 1 - [4-2- (S-/m~2 
-fiiil/) TS y] 2, 3, 4, 5-f-hvtKo 

- 1 H- 1 -^>XT-trh e >- 5->T 'Jf>] M3 0 Omg&tf 
4 -V/rfrT i J f^»J i?>0. 13 7ml £ffllr\ MmM 1 1 t 

ISflfcUT, (Z) -N- [4' - [ [4, 4-5>:7**a'-5- 

[ [ (4-i?yf-;UT' j tjitf^M - 

2. 3. 4, 5 - f h7 b Kd - 1 H - 1 -^>X7t" h'>- 1 - 
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'H-NMR (dppm in DMSO-d e . TMSflSB$l*£) : 
1.3 8 - 1.7 9 (ff-2H), 2.10 ( 2 H, m) , 2.40 ( 3 H. 
s), 2.42 (2H, m) , 2.6 8 ( 1 H, m) , 2.7 0 ( 3 H, 
s). 2.7 1 (3H, s), 2.9 8 - 3.2 3 (ff2H), 3.43 
( 1 H, m) , 4. 0 6 ( 1 H, m) . 4. 5 3 (1H, m) , 4. 8 7 
( 1 H, m) , 6. 8 0 ( 1 H, s ) , 6. 8 5 ( 1 H, m) , 7. 0 1 
( 1 H, s ) , 7. 0 8 ( 2 H, m) , 7. 1 9 ( 1 H, t ) , 7. 3 1 
( 1 H, t ) , 7. 5 3 ( 3 H, m) , 7. 6 6 ( 1 H, d ) , 1 0. 0 
7 (1H, s), 1 0. 8 1 ( 1 H, m) 
MS (FAB) : 5 9 3 (M + + 1 ) 

mmm 112) 

(Z) - [4, 4-i?7)l*n- 1 - [4- (Z- 
x-;iO T * J ] Ky>Jj)\,- 2, 3, 4, 5-f h5k Kd- 1 
H- 1 -^>XT-tfb*>- 5 --f 'Jf>3 ft»yf-;U2 5 0mg& 

ofyf-^T$ >iaa»i 7 5mg£ffii\ gc&wtB-rs^^ 

JRU 7jc&0^?o;M*:/T'ft#L (Z) -N- [4- [ [4, 
4-^7;l/^-D-5- (N- )l"<*-( ;m^u» -2, 
3, 4, 5-fh7.tKa-lH-l -OXT-tf fc?>- 1 ->f A] 

^ 1 1 3mgW: 0 

H& : 2 7 7 - 2 7 9 *C 
'H-NMR (dppm in DMSO-d 6 , TMSrt«SIR*) : 
2.37 (1H, m), 2.46 (3H, s), 2.66 (3H, d). 
2. 7 5 ( 1 H. m) , 3. 0 7 ( 1 H, m) , 4. 8 9 ( 1 H, m) . 
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6. 4 8 (1H, s ) , 6. 7 6 ( 1 H, m) , 7. 0 1 ( 1 H, d ) , 

7. 0 5 - 7. 2 0 (ft- 3 H) , 7. 2 7 ( 1 H, t ) , 7. 3 4 ( 1 H, 
d) , 7.5 0 (2H, d), 7.6 6 ( 1 H, d) , 8.2 4 ( 1 H, 
s ) , 1 0. 0 0 ( 1 H, s ) 

MS (FAB) : 4 9 6 (M*+ 1 ) 

immm 113) 

(Z) - [4, 4-*J7fr*n- 1 - [4- (3- /f-fr- 2-7 
>J;l/) J1 s<>'/4>U- 2, 3, 4, 5-fh7tKn-lH 
- 1 -^>XT-tff>- 5 ->f >Jf>] ftftS 2 Omg&CM -2> 
ym^^'J ^>0. 18 8ml £flH\ 1 1 tlHi© 

#&KJ:OM*^fc*iMK x^y-;^^ff<gfiu (Z) - 
4 ' - C [4, 4 -i?7)l*a- 5 - [ [ (4-2>*f-*T = y fcf 
SV) *f-l/>] - 2, 3, 4, 5-f h7tF 

n-lH-1 -^>XTif f>- 1 ->f ;U] - 3 - ^ 

*;Hfo-A,-2-**#*irS K«R%1 7 6mg*»fc 0 
: 1 7 0 - 1 7 4 *C 
'H-NMR (dppm in DMSO-d, , TMSflg&iS*) : 
1. 4 2 - 1. 8 2 (If 2 H) . 2. 1 0 ( 2 H, m) , 2. 4 2 ( 2 H, 
m) , 2.6 7 (1H, m) , 2.7 0 (3H, d) , 2.98-3.30 
(fT2H), 3.4 4 (1H, m) , 4.0 6 ( 1 H, m) , 4.5 3 
( 1 H. m) , 4. 8 7 ( 1 H, m) , 6. 5 8 ( 1 H, d) , 6. 7 9 
( 1 H, s ) , 6. 8 4 ( 1 H, m) , 7. 0 7 ( 2 H, m) , 7. 1 8 
( 1 H. t ) , 7. 2 8 ( 1 H. t ) , 7. 5 2 ( 2 H, d) , 7. 5 5 
( 2 H, d) , .7.7 8 (1H, d ) , 1 0. 1 3 ( 1 H, s ) , 11. 
0 0 ( 1 H. m) 

MS (FAB) : 5 7 7 (M*+ 1 ) 
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mmmi 1 4) 

(Z) - [4, 4 -S^M-o- 1 - [4 - (2, 3 - y h ^ 
T 5 V] 'O'/'f^- 2. 3. 4, 5-f F7hKo 

- 1 H- 1 -^>XT-tfh*>- >Jf>] ftttS 0 Omg&tf 
4 - 5* y ?)lsT i J h'^ U i? y 0. 1 5 8 m : 1 £flH\ Hfl&flJ 1 1 t 

fa e*x-f^68fiftlt, (Z) -4' - C [4, 4-S? 
7;l,*n-5- [ [ (4-i?yf;l/7;;hXiJ-?;) 
y^U>] -2. 3, 4, 5 - -f h 7 h K o - 1 H - 1 -<y XT 
-tr*e>- 1 -- r^J *;UsK-;U] -2, 3-yyh + ^7i-M 
>XT-U Kiggfcig2 5 2mg£&fe&£^@tttLT#/c 0 
'H-NMR (5ppm in DMSO-d«. TMSASIf) : 
1.4 0 - 1.8 0 (ff"2H), 2.09 ( 2 H, m) , 2.42 ( 2 H, 
m) , 2.6 7 (1H, m) , 2.7 1 ( 3 H, s), 2.7 3 ( 3 H, 
s ) , 3. 0 0 - 3. 2 2 m 2 H) . 3. 4 4 ( 1 H, m) , 3. 7 6 
( 3 H, s ) , 3. 8 4 ( 3 H, s ) , 4. 0 6 (1H, m) , 4. 5 3 
( 1 H, m) , 4. 8 7 (1H, m) , 6. 8 1 (1H, s ) , 6. 8 5 
( 1 H. m) , 7. 0 4 - 7. 2 3 (It 6 H) , 7. 3 1 ( 1 H, t ) , 
7. 5 1 - 7. 6 0 (If 3 H) , 1 0. 3 3 ( 1 H. s ) , 1 0. 4 8 ( 1 
H, m) 

MS (FAB) : 6 3 3 (M + + 1 ) 

(mmmi 1 5) 

(Z) - [4, 4 -i?7Jl,*a- 1 - [4 - (2, 3-i?/h*'> 
<y>/>()l) Ti y] Ky*/4A,- 2, 3, 4, 5-fh7tKn 

- 1 H- 1 -^>XT-fcfb*>- 5 -- f 'Jf>] mB2 8 OmgM 
^W;><t»lSl 8 lmgfcfflK gffiffll 1 1 tra«O^Tj*ll 
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ZWiz&mto*:** J -KZbtti&itLX, (Z) - 4' - [ [ 

4, 4 -$>7;i/*D- 5 - (N-*f-*;fr*'<*-f - 

2. 3. 4, 5-f h7t K d - 1H - 1 -O XT -tf b* > - 1 - 
-ou] fcA-tf-A] -2, 3--^n + i/7x-^>X7-'J K 
2 1 5mg*f|fco 

: 2 4 2 - 2 4 3"C 
'H-NMR (fippm in DMS 0- d , , TMSflSP^O : 

2. 3 6 ( 1 H, m) , 2. 6 6 ( 3 H, d ) , 3. 0 6 ( 1 H, m) , 

3. 7 6 ( 3 H, s ) , 3. 8 4 ( 3 H, s ) , 4. 9 0 ( 1 H, m) , 
6. 5 0 ( 1 H, s ) , 6. 7 8 ( 1 H, m) , 7. 0 3 - 7. 2 1 (fN 
H) . 7. 2 7 (1 H. t) , 7. 3 5 (1 H, d) , 7. 5 4 ( 2 H, 
d) , 8. 2 5 (1 H, m) , 1 0. 3 0 ( 1 H, s) 

MS (FAB) : 5 3 6 (M + + 1 ) 

immm 1 1 e ) 

(Z) - C4, 4-i?7)l*a- 1 - [4- (2, 

y '/-f AO 7;7] ^ > '/-f 4/ — 2 , 3, 4, 5-fh5tKn 
- 1 H- 1 -'OXT-tf h*>- 5 --f ft»2 5 OmgSCF 

4 - V J f A7 * 7 h*^< 'J > 0. 1 3 1 m 1 *JfH\ 1 1 t 

E«©2f8cK J: *>tt»tt*»fco :ti^x^ y - A- V7ot 
A-x— rA-frfcl&fiffcLT* (Z) - 4' - [ [4, 4-^?A:*- 
a - 5 - [ [ (4 -*J*f-*T i J f^'J i?y) #a*xa] yf- 
U>] -2, 3. 4, 5-fh7bFa-lH-l-^>X7t'e 
>-l--fA] #A#xA] -2. 6 -SM ht->7x-M>X 
T-'J KIMHft 1 8 lmg^ifei»«:tbT#/:o 
'H-NMR (5 p pm in DMSO-de, TMSrtS&SfitO : 
1. 4 0 - 1. 8 0 (H-2H) , 2. 1 0 ( 2 H, m) . 2. 4 2 ( 2 H, 
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m) , 2.6 8 (1H, m) . 2.70 ( 3 H. s), 2.7 1 ( 3 H, 
s ) , 2. 9 5 - 3. 2 3 m 2 H) , 3. 4 5 ( 1 H, m) , 3. 7 3 
( 6 H, s ) , 4. 0 5 ( 1 H, m) , 4. 5 3 ( 1 H, m) , 4. 8 7 
( 1 H, m) , 6. 7 1 ( 2 H, d ) , 6. 8 0 ( 1 H. s ) , 6. 8 4 
( 1 H, m) , 7. 0 6 ( 1 H, m) . 7. 2 1 ( 1 H, m) , 7. 3 6 
- 7. 3 8 (ft 2 H) , 7. 5 3 ( 3 H, m) , 1 0. 3 1 ( 1 H, s ) , 
1 0. 8 3 ( 1 H, m) 
MS (FAB) : 6 3 3 (M* + 1 ) 

cmmm in) 

(Z) - [4, 4-*i?7)l*o- 1 - [4- (1-7x-;1/-/?d 

y $ Jl *c>7-f*- 2, 3, 4, 5-xh 
7b Kn- 1 H- 1 -lyXTH £>- 5 --f ffcH2 8 0 

mg&OU -iftf-JlT i J h'^'J ^>0. 14 5ml HfflS 

f-^x-f^fclgflftl/r, (Z) -N- [4- [ [4, A -'J 
7fr*a-5 - [ [ (4 -VJ1-)\,T i J t'^U "J J) fc^tfx*] 
yf-U>] -2, 3, 4, 5-f F7hh*D-lH-l 
4ff>- l ->f;H ti fr-ft—W 7x-;U- l -7i-/k>?Q^ 

K£ : 2 l 0 "CJEU: 
'H-NMR (<5ppm in DMSO-d, , TMSflOT^) : 

l. 4 0 - 1. 7 4 (ff6H), l. 8 8 (2H, m) , 2.0 9 ( 2 H. 

m) , 2. 3 9 ( l H, m) , 2. 5 9 ( 2 H, m) , 2. 6 6 ( l H, 

m) , 2.7 0 (6H. s) , 2. 9 9 - 3. 2 3 (ff2H) , 3. 4 2 
( l H, m) , 4. 0 2 ( l H, m) , 4. 5 2 ( l H, m) , 4. 8 3 
( l H, m) , 6. 7 4 ( l H, s ) , 6. 7 9 ( l H, m) . 7. 0 0 
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( 2 H, m) , 7. 1 2 - 7. 4 6 (ff 9 H) , 7. 4 9 ( 1 H, d ) , 
9.25 (1H, s), 10.76 (1H, m) 
MS (FAB) : 6 4 1 (M + + 1 ) 

(mmm 1 1 8 ) 

(Z) - [4, 4 -i?7J\,*a- 1 - [4- ( 1 - 7 xx^i/ ? a 
^m*^-;l/)7 5;]^^;b-2, a, 4, 5-f-h 
7t Kn- l H- 1 -sOXTWs- 5 ->f »Jr>] ft&3 1 8 
mg&OV^UT* >ig$i&2 0 2mg^l\ HlffitfiJ 1 1 t®& 
X t) m&J&tyZx. 9 J - ;u - i?x^ ;ux- J; *) £a B B 
fkUT. (Z) -N- [4 - [ [4, 4 ->>7;M-o- 5 - (N- 

u» - 2, 3, 4, 5-xh?tKn- 
1 H- 1 -s<yxr-e tr>- 1 -^U] 7l zil- 1 

-7x^->^^>^>*;^t; Kl 4 5mge/c. 
16* : 228-230 'CI 

'H-NMR (fippm in DMSO-d«, TMSflOT^) : 
1.5 0 - 1. 7 0 (It 4 H) , 1.8 9 (2H, m) , 2. 3 3 ( 1 H, 
m) , 2.5 6 (2H, m) . 2.6 5 (3H, d) , 2.70 ( 1 H, 
m), 3.0 4 (1H, m), 4.8 7 ( 1 H. m) , 6. 4 4 ( 1 H, 
s ) , 6. 7 1 ( 1 H, m) , 7. 0 1 ( 2 H, m) , 7. 1 0 ( 1 H. 
t) , 7. 2 0 - 7. 4 5 (K-9H) , 8. 2 2 ( 1 H, m) , 9. 1 8 
(1H, s) 

MS (FAB) : 5 3 6 (M + + 1 ) 

(mmm 1. 1 9 ) 

(z) - [4, 4-^7^^-0-1- [4- (2-f^>j^y^> 

7-OU) Tin *>'/4A,-2, 3, 4, 5--fh5hKn-i 
H- 1 -^>X7^>-5--fiJf>] &®3 0 OmgM'4- 
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v/i-jit i j e^'j o 6mg^-fflv\ nmm 1 1 tmmo 

l5%K&t)imi&tL, 4'J'?U'*J-fr- i Jx.*k3.—Tfr (Z) 

- 4 ' - [ [4, 4-^7^^-a-5 - [ (4 -if/? JIT i J f 
^'J \>J) - 2, 3, 4, 5-f h?tK 
n — l H — 1 -^>XTHff>- 1 ->f;l/] #;u*^;t,] - 3 - y 
f;l/fa-^- 2 K&&&2 5 0mgW: o 
ife.^ : 1 7 5 - 1 8 0 °C 

•H-NMR (<5p pm in DMSO-d« , TMSW») 
1. 4 0 - 1. 8 0 (ff- 8 H) , 2. 1 2 ( 2 H, m) . a 4 3 ( 2 H, 
m) , 2.6 5 (1H, m) , 2.6 9 ( 6 H, br), 2.85-3.3 
3 (ff 6 H) , 3. 4 5 (1H, m) , 4. 0 7 ( 1 H, m) , 4. 5 3 

(1H, m) , 4. 8 8 ( 1 H, m) , 6. 8 2 ( 1 H, s ) , 6. 8 5 

( 1 H, m) , 7. 0 7 - 7. 2 0 (If 3 H) , 7. 2 4 - 7. 4 1 (If 2 
H) , 7. 4 4 - 7. 7 5 (ff 5 H) , 7. 9 0 ( 1 H, m) , 1 1. 1 0 

( 1 H. m) , 1 1. 5 3 (1 H, m) 
MS (FAB) : 6 5 6 (M*) 

(mmm 120) 

(Z) - [4. 4 - f J7)V*u- 1 - [4 - (2, 
d-;U- 1 -JA,) - 2, 3, 4, 5-fh7tF'D 

- 1 H- 1 -^>XTirf>- 5 'Jf>] I1f$?2 4 OmgW 
^V^oh^T; > 1 2 8mg£flH\ SIM 1 1 tmmoJj&lZ 
ckO (Z) -4' - [ [4, 4 -^7;U*o- 5 - (N->T77"o 
h*;!/*;!/^^^^) 2, 3. 4. 5-fh5 
hFo-l H-.l — > XT Hf t* > — 1 ->f ;u] - 2 

- (2, 5 -i? t^JWu-Jl- 1 ->f ;[,) 'OXT-'J Kl 8 4 
m g ^ifco 
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TtmtiffiW (C2 7 H 2J N,0,F 2 ) 

C96 H% N96 F% 
ft»ffi 65.98 4.72 8.55 7.73 
65.73 4.74 8.42 7.73 
'H-NMR (fippm in C D C 1 , , TMSflOT*£) : 
1.24 (6H. d), 1.95 (6H, s), 2.2 3 - 2. 7 2 (It 2 
H) , 3. 3 1 ( 1 H, m) , 4. 2 1 ( 1 H, m) , 4. 8 3 ( 1 H, 
m) , 5. 0 1 ( 1 H, m) , 5. 7 6 (1H, m) , 6. 0 8 ( 2 H, 
s) , 6. 3 4 ( 1 H, m) , 6. 6 8 ( 1 H, m) , 6. 7 1 ( 1 H. 
s) , 7. 0 4- 7.1 9 (H-5H) , 7.23 ( 1 H. t) , 7.37 
( 1 H. d ) , 7. 6 2 ( 2 H, m) , 8. 3 4 ( 1 H, d d ) 
MS (FAB) : 5 9 6 (M* + 1 ) 
(mWI 12 1) 

(Z) - [4, 4-i?7Jl*n- 1 - [4- (2 -7xr;K>-/ 
-OlO TiJl <>'/<<fr-2, 3, 4. 5-f>7kKo-lH 
- 1 -*>XTVt'>- 5 ijf>] %m5 3 9mgM7>^ 
-T7K0. 3 m 1 £flH\ ^»J1 1 kmoXmz&Q&fcmftZ 

Vt&$:ftt£\,\ (Z) - 4' - [ (5 -*Jb'<*4**1-l,>- 4, 
4-^7;U^-d-2, 3, 4, 5-fh7bKn-lH-l-0 
XT-lf h*>- l --r;U) - 2 - 7i-;K>X7- l J 

K4 9 3mg*i/:„ 



7C^##Hf (C J2 H 25 N 3 0,F 2 • 0. I H 2 0) 





c% 


U% 


N% 


F% 




71.23 


5.04 


7. 79 


7. 04 




71.12 


4. 92 


7. 68 


6. 89 
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'H-NMR (dppm in C D C 1 , , TMS rt8B«*) : 
2.3 7 (1H, br). 2.6 4 ( 1 H, br), 3.0 6 ( 1 H, b 
r ) , 4. 8 7 ( 1 H, b r ) , 6. 4 6 ( 1 H. s ) . 6. 7 5 ( 1 H, 
d) , 7. 7 8 ( 1 H, s) , 1 0. 3 0 ( 1 H, s) 
MS m/z (FAB) : 5 3 8 (NT+ 1) 

cmmrni 2 2) 

(Z) - [4, 4-^7^^-o-l- [4- (2-7x-;K>'/ 
4 )V) TIJ] 2, 3, 4, 5-f h7th'o-lH 

- 1 -KyXYWy- 5 ->f U7=>] 0 Omg&OV^U 

>£Stf£l 2 6mg*fflK gffiftl 1 1 <k OS 

XITttfrfcfrttK (Z) - 4' - C [4, 4-^7^^-o-5 

- (N-yfM;W^yfI/» -2, 3, 4, 
tKa-lH-1 -"OXT-tf h*>- 1 jvltf-M - 2 

- 7x-;K>X7-'J K2 2 8 mg£#fc 0 

: 2 6 5 - 2 6 8 "C 
'H-NMR (dp pm in DMSO-d«. TMSW?) : 

2. 3 7 ( 1 H, m) , 2. 6 6 ( 3 H. d) , 2. 7 2 ( 1 H, m) , 

3. 0 6 ( 1 H, m) , 4. 8 7 ( 1 H, m) . 5. 7 6 ( 1 H, s ) , 

6. 4 7 ( 1 H, s ) , 6. 7 5 ( 1 H, m) , 7. 0 2 ( 2 H, m) , 

7. 1 4 ( 1 H, t ) , 7. 2 S - 7. 6 0 -CM- 1 8 H) , 8. 2 2 ( 1 H. 
m) , 1 0.2 9 ( 1 H, s) 

MS m/z (FAB) : 5 5 2 (M + + 1) 

(mmmi 2 3) 

(Z) - [4, 4-5>7**o-l- [4- (2-7x;;K>y 
-Ol/) T $ J ] "OW 2, 3, 4, 5-f h7tKa-lH 
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- 1 -s<>XTi>V>- 5 ->f »Jx>] ^5 0 Omg&tfx^;U 
V\ (Z) - 4' - [ [5 - (N-x^^^^^^-r^^^uv) 

-4, 4-^7^^0-2, 3, 4, 5-xh^hKn-lH-l 

T-'J K4 2 lmg£#fc 0 

Si*: 2 6 4 - 2 6 6'C 

7G*£«r* (C,«H 29 N 3 0 3 F 2 • 0. 6H 2 0) 

C% H% N% F» 
ttJHft 70.85 5.28 7.29 6.59 
70.76 5.20 7.26 6.49 
'H-NMR (dppm in DMSO-d, , TMSfjW) 
1.0 6 (3H. t). 2.3 5 (1H, m) , 2.6 7 ( 1 H, m) , 
3. 1 5 ( 2 H. m) . 4. 8 8 (1H, m) , 6. 4 7 ( 1 H, s ) , 

6. 7 4 ( 1 H, m) . 7. 0 2 ( 2 H. m) . 7. 1 4 ( 1 H, t ) , 

7. 2 4 - 7. 5 8 (ft 1 8 H) , 8. 2 7 ( 1 H, m) , 1 0. 2 8 
(1 H, s) 

MS m/z (FAB) : 5 6 6 (M + + 1 ) 

(mmm 124) 

(Z) - [4, 4-i?7>l*a- 1 - [4- (2-7x-;^>'/ 
^l)7;;]^>7^-2, 3, 4, 5 -f- h 5 t Ko - 1 H 

- 1 -lyX7M f>- 5 --f ijf>] g*®?5 0 OmgS^n f 

;ir; > i i omg», hwj i i tmmoumz&io&mwi 

ftZffte o /Co # &ftfcft*tt£ ? o a -fcA/I* > £ 0 »fi 

ft£*T4U\ (Z) -4' - [ [4, 4-^7^^o-5- (N- 
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^oeM;^t>f;Mfl/» -2, 3, 4, 5-fh7kFD 

- l H- l -^<>XT-tff>- l --f - 2-7! 
-;K>XT-'J K4 0 Omg^ll/:, 

ife.6 : 2 5 5 - 2 5 7 °C 
'H-NMR (6ppm in DMS 0- d . . TMSflSMR*) : 

0. 87 (3H, t ) , 1. 4 2 ( 2 H, m) , 2. 3 6 ( 1 H, m) . 
2.6 7 (1H, m) , 3.0 9 ( 3 H, m) , 4.8 8 ( 1 H, m) , 

6. 4 8 ( 1 H, s ) , 6. 7 4 ( 1 H, m) , 7. 0 2 ( 2 H, m) , 

7. 1 4 (1H, t ) , 7. 2 5 - 7. 5 9 (ftl 3H) , 8. 2 9 ( 1 H, 
m) , 1 0. 2 9 ( 1 H, s) 

MS m/z (FAB) : 5 8 0 (M* + 1 ) 

(mmm 125) 

(Z) - [4, 4 -i?7)\,*a- 1 - [4- (2-7x-;K>'/ 
-fi) 7U] ^^^-2, 3, 4. 5-fh7tF'D-lH 

- 1 -^>XTHf h*>- 5 'Jr>3 mWtA 0 0 m g&tR 7 7 
Dt°;l/T$ >6 6mg£flH\ $tt0!l 1 1 tPJ»©35rttCJ:*)El£ 

^J:0«ffi<k*tTttlr\ (Z) - 4' - [ [4, 4-5>7**-n- 
5- (N-4'J7at'Jl1j)W<*>()l'/3-ls» -2, 3, 4, 5 
-fh7tKo-iH-l -^>XT-tff>- 1 ->f 
;U] -2-7x-M>X7-iJ K3 7 4mg^#fc, 
H> * : 2 3 6 - 2 3 8 °C 
'H-NMR (5ppm in DMSO-d, , TMS«f) : 

1. 1 1 ( 6 H, d ) , 2. 3 6 ( 1 H, m) . 2.64 ( 1 H, m) . 
3. 9 4 ( 1 H. m) . 4. 8 8 ( 1 H, m) , 6. 4 6 ( 1 H, s ) , 
6. 7 4 ( 1 H, m) . 7. 0 2 ( 2 H. m) , 7. 1 3 ( 1 H, t ) . 
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t.24-7.40 (tf8H) . 7. 4 2 - 7. 5 8 (fH H) . 8. 1 2 
(1H, d) , 1 0.2 8 (1H, s) 
MS m/z (FAB) : 5 8 0 (M + + 1 ) 

cmmm 126) 

(Z) - [4, 4-*JZ>JUta- 1 - [4- (2-7x-M>'/ 
-f;i/) 7U] 0 , /-f;i/-2, 3. 4, 5-fh7tFD-lH 
- 1 -OZTW>- 5 >Jf>] ft&5 3 9mgS^?o 
^dW7;>0. 0 8ml *ffllr\ H»J1 1 tTOO^rftlCkt) 
filEUff *fx« -a /wo gffi+Kffffl Uc*£ H B B £7j<*> i: * o * * 
^>CT*#*ff«l\ (Z) -4' - [ [5- (N->^d7d 
t? >f;lO -4, 4-^7^^-o-2, 3. 4, 

5-xhvtKo-iH-l -OXT-tf t*>- 1 ;U] 
-^U] - 2-7x^M>X7^'J F4 5 6mg» 0 
M£ : 2 4 6 - 2 4 9 °C 
7G*£*rtt (Ca.H„N.O.F t ) 





c% 


H% 


N96* 


F% 




72. 78 


5. 06 


7.27 


6. 58 


Sifttt 


72.51 


5. 33 


7. 33 


6. 39 



'H-NMR (dppm in CDC 1 » . TMSrtSB**) :■ 
0.4 6 (2H, m) , 0.6 5 ( 2 H. m) , 2.3 4 ( 1 H, br), 
3. 0 4 ( 1 H, b r ) , 4. 8 7 ( 1 H, b r ) , 6. 4 5 ( 1 H, s ) , 
6. 7 3 ( 1 H, d ) , 7. 1 0 ( 2 H. d ) , 8. 3 5 ( 1 H, d ) , 
1 0. 2 9 ( 1 H. s ) 

MS m/z (FAB) : 5 7 8 (M + + 1) 
(H»J12 7) 

(Z) - [4, A-i?7JUra- 1 - [4- (2-7xx;K>'/ 
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-fW 7U] 3, 4, 5-fh7tKo-lH 

- 1 -^>XT-tf£>-5-^ »J-r>] Ifc&5 3 9 mgS^>^ 
frTi >0. 1 3 m 1 £flH\ UlCMr 1 fcH«©3&jfeCJ:0filB» 
f^*ff« o /Co SE&^lcfif Hi Ufc«h&£*fc i: If f J 0 afrtfyiz 
TftMfrttK (Z)-4'-[[4. 4-^7;l/*o-5- 

[ (N— *>5W*;l"< i 6-f;tO y f"U>] - 2, 3, 4, 5-f- 
H5t Kn- l H- 1 -^yXTiffy- 1 --T;l/] jfr^tfi*] 

- 2-7x-;K>X7^iJ K5 0 6mgW; 0 
M & : 1 8 9 - 1 9 2 °C 

Ttrn^mm (C3 9 h 31 N30 3 f 2 • o.25H 2 o) 

C% H% N% F% 
ftWm 74.03 5.73 6.64 6.01 
H®MBt 74.03 5.41 6.38 5.65 
'H-NMR (<5ppm in CDC 1 . , TMSMMffls) : 
2. 3 8 ( 1 H, b r ) , 2. 6 7 ( 1 H, br), 3. 0 5 ( 1 H, 
b r ) , 4. 3 7 (2H, d ) , 4. 8 8 ( 1 H, b r ) . 6. 5 7 
(1H, br), 6. 7 3 ( 1 H. d) , 7.0 2 (2H, d) . 
7. 1 4 ( 1 H, t ) , 8. 8 2 ( 1 H, t ) , 1 0. 2 8 ( 1 H, s ) 
MS m/z (FAB) :628 (M + + 1 ) 

tnmm 128) 

(Z) - [4, A-V7)l-tu- 1 - [4- (2-7x-Mr/ 
-OU) T $ ^//a- 2, 3, 4, 5-f h7tKa-lH 

- 1 -^>XT-b*e>- 5 »Jf>] 5tB4 0 OmgS^^o 
^*t/;UT* y 1 4 8mg», HiffiflJ 1 1 fcH*©£ifeKJ:t) 

Eifci*flF*fTfc fc e » e»n^{t^«* y ^ y - ;u J; o *gflfls£*T 

(Z) - 4' - [ [5 - (N-5/^o^+S/;U357;b/<*-r^ 
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-4. 4-^7^*o-2, 3, 4, 
- 1 H- 1 -'OXT-fcr £>- 1 - 2 -7x 

-M>X7-'J K2 8 OmgW:o 
MA : 262-264 °C 



Ttm^m (C3sH, 5 n,03F 2 ) 





c% 


K96 


NH 


F% 




73. 65 


5. 69 


6.78 


6.13 




73. 50 


5.72 


6.75 


6.01 



'H-NMR (fippm in C D C 1 3 , TMSflOT^) : 
1.0 7 - 1.6 0 (H-6H), 1.73 (2H, m) , 2.94-3.60 
(If 5 H) , 4.85 (1H, m), 6. 7 6 ( 1 H, s ) , 6. 8 0 
( 1 H, m) , 7. 0 1 ( 2 H. m) , 7. 1 7 ( 1 H, t ) . 7. 2 4 

- 7. 5 8 (fM 3 H) , 1 0. 3 1 ( 1 H. s ) 
MS m/z (FAB) : 6 1 9 (M + + 1 ) 

(Hffeffl 12 9) 

(Z) - [4, i-*Jjfr*a- 1 - [4- (2-7x-;K>7 
<<Jl>) 7 i y] *C>'/-OU- 2, 3, 4, 5-fh7bKn-lH 

- 1 -^>XT-ifh*>- 5->T >Jf>] M5 0 OmgM^^f 

;ut$ ymmux 5 img*ffli\ hmj 1 1 tmmo^m^x<o 

T-JlZbtiUhitZftti^ (Z) - 4' - [ [5- (N, N-SM 
f-;i/*;i//<*-r^yf-u» - 4, 4 2, 3, 4, 

5-fh7tKD-lH-l -'OXT-tf t°>- l tiJltf 

-2-7x-M>X7^'J K4 l lmg^ifc, 
MA : 2 0 2 - 2 0 3 °C 
Ttmfttm (C.«H,.N.OiF.) 
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c% 


H% 


N% 


F% 


72.20 


5.17 


7. 43 


6. 72 


72.18 


5.17 


7. 47 


6. 63 



'H-NMR (dp pm in CDC 1 , , TMSflSSS*) : 
2.2 5 - 2.7 9 (H-2H), 3.06 ( 3 H, s), 3.09 ( 3 H, 
s ) , a 2 2 ( 1 H, m) , 4. 9 6 ( 1 H, m) , 6. 3 1 ( 1 H, 
s ) , 6. 6 6 ( 1 H, m) , 6. 8 3 - 6. 9 5 (ft 3 H) , 7.0 2- 
7. 1 1 (ft 3 H) , 7. 2 3 ( 1 H, t ) , 7. 3 2 - 7. 5 0 (ft 8 H) , 
7. 5 6 ( 1 H, t) , 7. 8 4 (1H, d) 
MS m/z (FAB) : 5 6 6 (M + + 1 ) 

(UttWlSO) 

(Z) - C4, A-i^yJVta- l - [4- (2-7x-M>7 
^;l/)7 5;]^7'f^-2 1 3. 4, 5-fh7hKn-lH 
- 1 -K>X7M\dy- 5--T 'Jf>] M5 0 OmgMW 
^7;>13 6mg£HH\ Hffiffl 1 1 tW*©35rj*KJ: OSCCli 

(Z) - 4' - [ [5 - (N, N-S>xf-**A,/<*-r;U;i 
-4, 4-2>7JM-o-2. 3. 4, 5-fh7tKo- 
1 H- 1 -'OXT-tf tf>- 1 ->f ;U] #;U*x;U] - 2-7i- 
;K>^7-'J K4 1 2mg^{|/:. 
16 £ : l 7 5 - 1 7 6 °C 
'H-NMR (5ppm in CDCh , TMSWaJi!*) : 
1. 1 8 ( 3 H, t ) , 1. 2 0 ( 3 H, O.2.27-2.80 (ft 2 
H) , 3. 2 3 ( 1 H, m) , 3. 4 6 ( 4 H, m) , 4. 9 8 ( 1 H, 
m) , 6. 3 3 ( 1 H, s ) . 6. 6 5 ( 1 H. m) , 6. 9 3 ( 3 H, 
m) , 6. 9 8 - 7. 0 2 (ft 3 H) , 7. 2 2 ( 1 H, t ) , 7.3 2- 
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7. 4 8 m 8 H) , 7. 5 5 ( 1 H, t ) , 7. 8 3 ( 1 H, d ) 
MS m/z (FAB) : 5 9 4 (M + + 1 ) 

mmm 1 3 1 ) 

(Z) - [4, 4-i?7Jl>*a- 1 - [4- (2-7x-M>7 
-<;t/) 7; y] ^>V>r;l/- 2, 3, 4, 5-fb7hKo-lH 

- 1 -KyXT* b*>- 5 — U r>] M?4 0 OmgSa'eo U 

*^>^£ B B B ft£*TttK (Z) -4' - [ [4, 4-i?7Jl* 
□ -5- [ (1 ai)*Jz.A,ttfi#-fr) J1-l<>-4, 4 -it 
7)1*0-2, 3, 4, 5-fh7hKn-lH-l-^>X7t" 

- 2 -7x-M>X7-'J F2 9 

2 m g zm&mfc&mw t bxmtzo 

MS : l 3 2 - l 3 6 °C 

'H-NMR (<5 p pm in CD C l , . TMSflS**) : 
l. 6 0 - 2. 0 3 (H- 4 H) . 2.2 5 -2.8 0 (tf-2 H) , 3. 2 0 

( l H, m) , 3. 4 3 - 3. 6 0 (ff- 4 H) , 4. 9 9 ( l H, m) , 
6. 3 l ( l H, s ) . 6. 6 5 ( l H, m) , 6. 9 3 ( 3 H, m) , 
6. 9 8 - 7. I 2 (fh 3 H) , 7. 2 2 ( l H, t ) . 7. 3 l - 7. 4 7 

(ft-8H) , 7. 5 2 ( l H, t) , 7. 8 4 ( l H, d) 
MS m/z (FAB) : 5 9 2 (M + + l ) 

mmmi 3 2) 

(Z) - [4, 4 -i?7A,*n- \ - [4 - (2-7x-iK>7 
-Ob) 7U] *-2. 3, 4, 5-fh7tKn-lH 

- I -'OXT-tf e>- 5 - -f 'J x > ] H$?4 0 OragSCfb^'J 

•;>i2 7mg^ffli\ mmmi i tmrno^mz^^Kmrn^ 
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**y*t)mik(tZfTti\,\ (Z) - 4' - [(4. 4-5>7** 
o - 5 - f^'J KM-ht + X/y- 4, 4 -i^l^o- 2. 
3, 4, 5-f h5b K o - 1H- 1 — 'O XT -tf h° > - 1 -4 )l) 
it - 2 -7x^;l/AC>XT-'J K2 8 9mg*ftife*SS 

'H-NMR (fippm in DMSO-d, , TMSflSW!*) : 

1. 4 0 - 1. 6 0 (ff.6H) , 1. 7 3 (2H, m) . 2. 9 4 - 3. 6 0 
m 5 H) . 4. 8 5 ( 1 H, m) . 6. 7 6 ( 1 H, s ) , 6. 8 0 

( 1 H, m) , 7. 0 1 ( 2 H. m) , 7. 1 7 ( 1 H, t ) , 7. 2 4 

- 7. 6 0 (tf- 1 3 H) , 1 0. 3 1 ( 1 H, s ) 
MS m/z (FAB) : 6 0 5 (M + ) 

(HiffiflJl 3 3) 

(Z) - [4, i-*J?to**-\- [4- (2-7x-M>'/ 
>f;U) T ^ Jl Ky/^Ol- 2, 3, 4, 5-f^tFo-lH 

- 1 h°>- 5 -4 U x>] Bfc$?4 0 Omg^^ 

y>9 7mg*ffli\ iMi i tmmo^m^xf}&m»^ff 

*)%i£k<t$:'m\<\ (Z) - 4' - [ (4, 4-^7^^-0-5- 

^e;t/*»j y 4, 4 - y^Wn- 2, 3. 4, 

5-fh7h Ka- 1 H- 1 -OXT-tr h°>- 1 

- 2 - 7 x - > X7 - 'J K 3 2 4 m g W:, 
m & : 1 6 1 - 1 6 5 °C 
'H-NMR (5 p pm in DMS0-d 6 . TMSl««¥) : 

2. 4 0 ( 2 H, m) , 3. 0 7 ( 1 H, m) , 3. 4 2 - 3. 6 0 (th 8 
H) . 4. 8 4 ( 1 H, m) , 6. 7 6 ( 1 H, s ) . 6. 8 0 ( 1 H. 
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m) , 7. 0 1 (2H, m), 7. 1 8 ( 1 H. t ) , 7. 2 7 - 7. 6 0 
(ttl 3H) , 1 0. 3 2 ( 1 H, s) 
MS m/z (FAB) : 6 0 8 (M + + 1) 

cmmm 1 s 4 ) 

(Z) - [4, A-'Jyfriru- l - [4- (2-7x-My/ 
-OlO T = y] 2, 3. 4, 5-f h7th'n-lH 

- 1 -OXTHt'y- 5 '/x >] RS8 5 0 OmgSCf2-x 
*y-;t/T $ > 1 1 4mg£flH\ 1 iH«©2fftKJ:9 

;uy^>t?ifc*U- (Z)-4'-[[4, 4-^7;u^o-5- 

[N- + #;t/'<*>r>Mf-U>] -4, 4 

-S^l^a- 2, 3, 4, 5-f h7t Kn - 1 H - 1 -OX 
T-tfh'>- 1 -2-7xx;K>X7r.iJ K 

4 2 0 m g £f#fc 0 
M& : 2 6 2 - 2 6 5 'C 

'H-NMR (5ppm in DMS 0- d, . TMSflSBS*) : 

2. 3 6 ( 1 H, m) , 2. 6 8 ( 1 H, m) . 3. 0 4 ( 1 H, m) , 

3. 2 2 ( 2 H. m) , 3. 4 5 ( 2 H. m) , 4. 7 1 ( 1 H, m) , 

4. 8 8 ( 1 H, m) , 6. 4 7 (1H, s ) . 6. 7 4 ( 1 H, m) , 
7. 0 2 ( 2 H, m) , 7. 1 6 ( 1 H. t ) , 7. 2 1 - 7. 6 0 (fh 
1 3 H) , 8. 3 5 ( 1 H, t ) . 1 0. 3 0 ( 1 H, s ) 

MS m/z (FAB) : 6 8 2 (M*+ 1 ) 

ammm 135) 

(Z) - [4, 4-^7;U^o-l- [4- (2-7i-M>'/ 
-OI0 T i J ] O'SJfr- 2. 3, 4, 5-fF7hF'D-lH 

- 1 -'OXT-tfev- 5 >Jf>] RBI 5 0 Omg&tf 2 
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h*i/x^;i/TS y 1 4 Omg£flH\ HMfll 1 1 tmmo^mz 

£*TttK (Z) -4' - [ [4, 4 -^7;l/*o- 5 - [N- 
(2-y h + i/xf-;l/) *;^^>f;i/yf-u>] -2, 3, 4, 5 

-fh7hKo-lH-l -'OXT-tf tr>- l --f £;l/*x 

AO -2-7x-JK>X7i'J K4 2 Omg^f/:, 

Sl!.£ : Z 3 0 - 2 3 1 °C 
'H-NMR (5ppm in DMS0-d«. TMSflSl^O : 

2. 3 7 ( 1 H, m) , 2. 6 9 ( 1 H, m) , 3. 0 3 ( 1 H, m) , 

3. 2 6 ( 3 H, s ) , 3. 2 8 ( 2 H, m) , 3. 3 8 ( 2 H, m) , 

4. 8 9 ( 1 H, m) , 6. 4 8 ( 1 H, s ) , 6. 7 4 ( 1 H, m) , 
7. 0 2 ( 1 H, m) , 7. 1 3 ( 1 H, t ) , 7. 2 6 - 7. 5 9 (ff 
1 3H) . 8. 4 6 ( 1 H, t) , 1 0. 2 8 ( 1 H, s) 

MS m/z (FAB) : 5 9 5 (M + + 1) 

(mmm 1 3 6 ) 

(Z) - [ 1 - [4 - (2-if + -> / 0'/'f^) T I J] 

4-^7^^-0-2, 3, 4, 5-f h7t.Kn- 1 H 

- i -KyXT-et'y- 5 ->r >jf>] ft® 5 o 6mgS0 ! 7> ; & 

-TTkO. 3m 1 »1 1 

tT4'o/co cft^Mex^A- ^x^Ax-xAck Oi^ffc^tt 
C\ (Z) - 4 ' - [ (5 Jltl-l^y- 4. 
)l*a-2, 3, 4, 5 --f h7 t Kn- 1 H- 1 -'OXT-tftf 
y-l-JJl) fc;l/*xA<] - 2 - iF + ^>X7-'J K 1 0 0 

m g &m&mz%mfr t bxmz 0 

Ttm^Vfm (C 2 8H 25 N 3 04F 2 • 0. 5H*0) 

C% H% N% F% 
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ftgflt 65.36 5.09 8.17 7.38 
n®m 65.24 5.13 8.12 7.22 
'H-NMR (5ppm in C D C 1 , , TMSf*iSB^) : 
1. 6 1 ( 3 H, t ) , Z 4 - 2. 8 ffi 2 H) , 3. 3 4 ( 1 H, m) , 
4. 2 3 ( 2 H. d ) , 4. 8 6 ( 1 H, d ) , 5. 6 6 ( 1 H, s ) , 

6. 1 4 ( 1 H, s ) , 6. 3 5 ( 1 H, s ) , 6. 7 2 ( 1 H. d ) , 
6.9 4 (1H, d) , 7.0-7.3 (»5H). 7.38 ( 1 H, d), 

7. 4 - 7. 5 (H- 3 H) , 8. 2 4 ( 1 H. d ) , 1 0. 1 6 ( 1 H, s ) 
MS m/z (FAB) : 5 0 6 (M* + 1 ) 

(Jtttftll 3 7) 

(Z) - [1 - [4- (2-xh + ^>'/>fi) T* Jl 
4)1-4, A- > J7)l*u-2, 3, 4, 5-f h7bh'n-lH 
- 1 -*>XTif tT>- 5--f'Jf>] H^5 0 6 mg&tf/^ 
T $ >&&£l 3 5mg£ffit\ fttfiftll 1 ti^^cD^jr J; OS 

(Z)-4'-[[4, 4-2^7^*0-5- (N- 

***;fr;l^<*-f;Mf-l/» - 2, 3, 4. 5-fh7hH'o- 

1 H- 1 -*yX~7M tf>- 1 #;t/tfx;H - 2 -x h + 
•><>XTxiJ K3 6 Omg^ifco 
g> * : 2 1 3 - 2 1 5 V 

Ttmaftm (c 29 h 27 n 3 o 4 f 2 ) 





H% 


N96 


FH 


67.04 


5. 24 


8. 09 


7.31 


66. 82 


5. 33 


8.10 


7.16 



'H-NMR (<5 p pm in CDC 1 , , TMSWflJff*) : 
1. 6 0 (3H, t ) , 2. 3 8 ( 1 H, d ) . 2. 6 5 ( 1 H, d ) , 
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2. 9 6 (3H, d) , 3. 3 1 ( 1 H. d) . 4. 1 9 ( 2 H, q) , 
4. 8 7 ( 1 H, d ) , 6. 2 7 ( 1 H, m) , 6. 3 5 ( 1 H, s ) , 

6. 6 9 ( 1 H, d ) , 6. 9 1 ( 1 H. d ) , 7. 0 - 7. 1 (fM H) , 

7. 2 3 ( 1 H, t ) . 7. 4 - 7. 5 (IN H) , 8. 2 2 ( 1 H, d ) , 
1 0. 1 5 ( 1 H, s ) 

MS m/z (FAB) : 5 2 0 (M + + 1 ) 
(HWJ1 3 8) 

(Z) - [1- [4- (2-xh + M>'/^*) TiJ] *C>*/ 
4-z?7)l-tv-2, 3, 4, 5-f b7hKn-lH 
- 1 -"OyCT-tf t 4 >- 5 ->f 'Jf>] M?5 0 6 mgSO'xf-;u 
7; 6 3mg£BH\ HWJ 1 1 fcH«©»tt(r J:05 

!B»f|E*ffttoA:, CtlWif^- : Jz-1-)lz.-7-)l& t)& H B H 
flS*ffftt\ (Z) - 2 -x h*->- 4 ' - [ [5- (N-xfA 
*;U/^>T^yf-U>) -4, 4-^7;U^-o-2, 3, 4. 5- 
fh7t Kn- i H- l -'OXT-fc? t°>- l ->r;b] 
K>XT-»J K4 l OmgW:, 

: l 9 7 - l 9 9 *C 
7C*^»fl[ (C 3 oH 29 N 3 04F 2 • 0. I H 2 0) 









N% 


F% 




67. 30 


5. 50 


7. 85 


7.10 




67.01 


5. 64 


7. 93 


6. 83 



' H-NMR (<5 p pm in C D C 1 3 , TMSfiSBi^O : 

1. 2 4 (3H. t), 1. 6 0 (3H, t ) . 2. 4 0 ( 1 H, m) , 

2. 7 0 ( 1 H, m) , 3. 3 4 ( 1 H, m) , 3. 4 4 ( 2 H, q) , 
4. 1 7 ( 2 H, q ) , 4. 8 8 ( 1 H. m) , 6. 3 6 ( 2 H, m) , 

6. 6 8 ( 1 H, d ) , 6. 6 7 ( 1 H, d ) . 7. 0 - 7. 1 (If 4 H) , 
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7. 2 3 ( 1 H, t ) , 7. 4 - 7. 5 (If 4 H) , 8. 2 2 ( 1 H, d ) , 
1 0. 1 4 ( 1 H, s ) 

MS m/z (FAB) : 5 3 4 (M + + 1 ) 

cmmm 139) 

(Z) - [1 - [4- (2-xht^>^^) 7U] 
-Ob-4, 4-^7;l/^-n-2. 3, 4, 5-f h7tKo-lH 
- 1 -OXTHff>-5->T 'J-r>] H:$?5 0 6mgROVnf 
;UT* >0. 1 Oml^ffiK HflgflJl 1 tfiH®<Djj&lZ COMICS 
ft o fc 0 C n£ft&x 5 1 ^-^x^x-xA^O & A ffc£ 
frttl\ (Z) - 4' - [ [4, 4-i>7Jl*v-5 - (N-^d 
h*;l/*;l/^^-<;l/yf-L/» - 2, 3, 4, 5-fh5hKa-l 
H- 1 -'OXT-tf tf>- 1 ->f;t/] #;t,#x;l,] - 2 -x h + ^ 
<>XTxiJ K4 3 Omg^flfco 
itt * : 2 1 4 - 2 1 6 "C 



7E3Jt##H£ (C3.H 3 .N 3 04F 2 • 0. 2H 2 0) 





c% 


HH 


N96 


FH 




67. 55 


5.74 


7. 62 


6.89 




67. 74 


6.13 


7. 65 


6. 65 



'H-NMR (dppm in CDC 1 . . TMSrt»**> : 
0. 9 8 ( 3 H, t ) , 1. 6 - 1. 7 (ff- 5 H) , 2.40 (1H, m) , 
2. 6 6 ( 1 H, m) , 3. 3 - 3. 4 (If 3 H, m) , 4. 1 8 ( 2 H, 
q) , 4. 8 8 ( 1 H, m) , 6. 3 6 (2H, br), 6. 6 8 ( 1 H. 
d ) , 6. 8 9 ( 1 H. d ) . 7. 0 - 7. 1 (fM H) , 7. 2 3 ( 1 H. 
t) , 7. 4 -7. 5 (W-4H) , 8. 2 2 ( 1 H, d) , 1 0. 1 5 ( 1 H, 
s) 

MS m/z (FAB) : 5 4 8 (M + + 1 ) 
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cmmm mo) 

(Z) - [1 - [4- (2-ih + ^>^^) rui^yv 
4-^7;l/^a-2, 3. 4, 5-fb7tKD-lH 
- 1 -KyXTWy- 5 -4 'Jf>] 0 6mg&OW7* 

DtVI/7; >0. 1 Oml f£»Jl 1 tHHtO^F&KJ:^ 

{fc^mCK (Z) - 4' - [ [4, 4-^7^*0-5- (N- 

-fy^nh>*;^>f;Mf l/» - 2. 3, 4, 

Kd- i h- l -KyXTV h'y- l ->r;H - 2 - 

iht^>X7-'J K4 5 Omg»„ 

MA : 2 3 0 °C^± 

7C*^«ftt (C } ,H 9I N 3 04F 2 • 0. 1 H 2 0) 







H% 


N% 


F% 




67.72 


5.73 


7. 65 


6.91 




67.56 


5. 77 


7.59 


6.71 



'H-NMR (5ppm in CDC 1 , , TMSflfflHR*) : 

1. 2 5 ( 6 H, t ) . 1.60 (3H, t ) . 2. 3 7 ( 1 H. m) , 

2. 6 7 ( 1 H. m) , 3. 3 3 ( 1 H, m) , 4. 1 8 ( 2 H. q) , 
4. 2 5 ( 1 H. m) , 4. 8 8 ( 1 H. d) . 6. 1 1 ( 1 H, m) , 

6. 3 5 ( 1 H, s ) , 6. 6 7 ( 1 H, d ) . 6. 8 9 ( 1 H. d ) , 

7. 0 - 7. 1 (ff-4 H) • 7. 2 3 ( 1 H, t ) , 7. 4 - 7. 5 (ff 4 H) , 

8. 2 2 ( 1 H, d) , 1 0. 1 4 ( 1 H, s) 
MS m/z (FAB) : 5 4 8 (M + + 1) 

mmm 1 4 1 ) 

(Z) - [ 1 - [4 - (2-ih + ^>^^) 7U] 
4)1- A. 4-^7^^-0-2, 3. 4, 5-f b7bKn-lH 
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- 1 -KyXT-G h'y- 5 --f >Jf>] it$?5 0 6mgM^?o 
^o^7 ;>0.08ml H»J 1 1 t^O^&c: £ 9 

fiffc£fT#lr\ (Z) -4' - [ [5- (N->?D^t'M;l 
/<*>f;Mf-l/:/) -4, 4-^7;U^n-2, 3, 4, 5-xh 

7tKo-iH-i -^oxr-tf f>- l ->r ;u] - 

2 -i F + i/'OXT-iJ K4 4 0mg£*#fc o 
SlS : 2 3 0 'm± 

TLmfttt®. (C 3I H S8 N 3 04F2 • 0.2 5H 2 0) 



c% 


H% 


N% 


?% 


67. 69 


5.41 


7. 64 


6.91 


67. 42 


5. 42 


7.96 


6.77 



'H-NMR (dppm in CDC1, , TMS^If) : 
0. 6 - 0. 7 (IH*2 H) , 0. 8 -0. 9 (ff 2 H) , 1. 5 9 (3H, t ) , 

2. 3 8 ( 1 H, d) . 2. 6 8 (1H, d) , 2. 8 5 ( 1 H, m) , 

3. 2 8 ( 1 H, d) , 4. 1 4 (1H, q) , 4. 8 7 ( 1 H, d) , 
6.3 3 ( 1 H, s), 6.6-6.7 ( 2 H. m) , 6.83 ( 1 H, d), 

7. 0 - 7. 1 m 4 H) , 7. 2 2 ( 1 H, t ) , 7. 3 - 7. 4 m 4 H) , 

8. 2 0 (1H, d) , 1 0. 1 3 ( 1 H, s) 
MS m/z (FAB) : 5 4 6 (M* + 1 ) 

cmmmi 4 2) 

(Z) - [ 1 - [4 - (2-ih + '^> , /'fA) 7U] 
<<)l-4, )lirv-2, 3, 4, 5-xh5tKo-lH 

- 1 -KyXTH h'y- 5-4 U-f >] Iti5 0 6 mgS^yf 
^7; >£g&£l 6 3mg£flH\ fiWJ 1 1 tTOO^ICckO 
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*fc*fTttt\ (Z) - 4' - [ [5- (N, N-'J/?JUiJl"< 
t^;uy^u»-4, 4 -itjfrta- 2, 3, 4, 5-ff7 
tKo-iH-1 -OXTWs- 1 --f ;10 *;l/#x;i/] - 2 
-x h + S/'OXTxiJ K4 5 OmgW:, 
M & : 1 9 5 - 1 9 8 °C 

Ttmfmm (c S0 H 29 NaO,F 2 • o.5h 2 o) 



c% 


H% 


N96 


F% 


66. 41 


5. 57 


7. 74 


7. 00 


66. 37 


5. 84 


7. 73 


6. 70 



'H-NMR Uppm in CDC1, , TMSW»«*) : 
1.6 1 (3H, t). 2.3-2.8 (ff-2H). 3.04 ( 3 H, s), 
3.0 9 (3H, s), 3.2 8 (1H, m) , 4.2 6 ( 2 H, q) , 

5. 0 4 ( 1 H, m) . 6. 3 4 ( 1 H, s ) , 6. 7 2 ( 1 H, d ) , 

6. 9 9 ( 1 H, d ) , 7. 1 - 7. 5 (ff 9 H) , 8. 2 5 ( 1 H, d ) , 
1 0. 1 8 ( 1 H, s ) 

MS m/z (FAB) : 5 3 4 (M + + 1 ) 

(mmm 143) 

(Z) - [ 1 - [4 - (2-xhf->^^^) TiJl 
4)1-4, 4-i?7fr*a-2. 3, 4, 5-f h7t Ko- 1H 

- 1 -KyXTWy- $-4 'Jt=>] BHI5 0 6 mgS^xf 
;l/7;>0. 1 3ml*ffiV\ HJfiM 1 1 t^ttO^S;!! J: 9fil£» 
ft £trtt o /c„ :n £@t®x ^ ;u - i> x ^ ;ux - -r ;u J: <o i fc£ 
ff*t\,\ (Z) - 4' - [ [5 - (N, N-^xf;^;M^>f;i, 
y^P»-4. 4-i?7)l*a-2, 3, 4, 5-fh7hKD 

- 1 H- 1 XT 1 ->T;l>] *;U?t?x;t/] - 2 -x h 
+ ->^>XTxiJ K4 1 OmgW:, 
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: 1 6 4 - 1 6 5 S C 
7G^#*JHt (CiaH JJ N J 04Fj • 0. 5 H 2 0) 

0% H% N% F96 
ffgffi 67.35 6.01 7.37 6.66 
67.56 5.98 7.43 6.63 
'H-NMR (5ppm in C D C 1 , , TMS ASHSl*) : 
1.2 1 (6H. t) , 1.6 0 (3H, t) , 2.4-2.8 (ff-2H) , 
3. 3 0 (1H. m) , 3. 6 7 ( 4 H, q) , 4.2 6 ( 2 H, q) , 
5. 0 5 ( 1 H, m) , 6. 3 8 ( 1 H, s ) , 6. 7 1 ( 1 H, d) , 
6.9 8 (1H, d) , 7.0-7.3 (It5H)., 7.3 6 ( 1 H, t) , 
7.4 -7.5 (U-3H) . 8.2 4 (1 H, d) , 1 0. 1 7 ( 1 H, s) 
MS m/z (FAB) : 5 6 2 (M*+ 1 ) 
(f£»J 14 4) 

(Z) - [1 - [4 - (2-x N*S"OW;U) 7?;] 

4-i>7)\,*a- 2, 3, 4, 5-fh7bKo-lH 
- 1 -<>XT-trt->-5-^iji?>] fft®?5 0 6 mg&tf*;u* 

•j>o. 1 3mi^K h»ji i tmmoismzx^K^m^ 

'tftl itz 0 C n^rBt^X f- )\, - f - _ ^ ;i/ j. £ g fl Yb^frtt 
K (Z)-4'-[(4, 4-^7;i/tn-5-^^t^j;* 

2, 3, 4, 5-T-h^hKn-iH-l-^ 

K 4 7 0 m g £f# tz 0 
IK£ : l 4 4 — I 4 7 °C 

'H-NMR (5 p pm in C D C l , , TMSflSBfJHSO : 
l. 6 l (3H, t) , 2.4-2.8 (W-2H) . 3. 3 0 ( l H, m) . 
3.5 8 (2H, m) , 3.7 4 ( 6 H, m) , 4.2 6 ( 2 H. q) , 
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5- 0 5 (1H, m), 6.3 3 ( 1 H, s). 6.7 4 ( 1 H. d) , 

6- 9 9 (1H, d), 7. 1 - 7 r 6 (ff-9H), 8.2 5 ( 1 H, d) , 
1 0. 1 7 ( 1 H, s ) 

MS m/z (FAB) : 5 7 6 (M + + 1 ) 

mmm 145) 

(Z) - [1 - [4- (2-x^^>./^ A) Ti;] 
-f*-4. 4-*7**d-2, 3, 4, 5-fh5tKD-iH 
- 1 -^>XT*tf>-5— f U^>] fflg 4 0 Omg^m 
**V>1 6 3mg*fflK ft|g Ml j tm*OXmz* t> BUS* 

-4' - [ (4, 4-^AtD-5-ft*A*u;»A#i 
3, 4, 5-fh7hKo-lH-l-^X7 

9 8mg^; 0 

'H-NMR (ippm in CDC 1 , , TMSWWIW : 
1.6 1 (3H, t) . 2.2 7 -2.8 6 (if 6 H) , 3.26 (1H, 

m). 3.70-4.14 (»4H), 4.26 (2H, q) , 5.02 
(1H, m), 6.33 (1H, s), 6.7 4 ( 1 H, m) , 6.9 9 
OH, t), 7.0 7 -7.2 9 (lt6H), 7.3 6 ( 1 H, m) , 

7-5 3 (3H. m) . 8.24 (1H, m) , 10.17 (1H, s) 

MS m/z (FAB) : 5 9 2 (M + + 1 ) 

"Cm? (£2&tf3#J8D 0 
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£ 2 
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